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Description 

TECHNICAL FIELD 

[0001] The present invention relates to an N-(4-pyrazolyl)amide derivative represented by the general formula (I), 
an agricultural and horticultural chemical, especially a germicide, a fungicide, an insecticide, or a nematocide, for an 
agricultural or horticultural use, and a usage thereof. 

BACKGROUND ART 

[0002] A 5-isothiazoyl amide derivative, a 4-pyridylamide derivative, and a 5-pyrazolylamide derivative are known 
as a controlling agent for a harmful organism, and are described, for instance, in European Patent Publication Unex- 
amined No. 0623282, WO 95/31444, DE-A-1 9736545, 19727162, 19630814, 19628569, 19601139 and 19542327, 
WO 2000/1 1951 and 2000/06266, DE-A-1 9750401 , 19750402 and 19750403, JP-A-5-221 990, J. Agric. Food. Chem., 
1977, 45, 1920 and 1999, 47, 3381, WO 2000/20415, etc. However, an N-(4-pyrazolyl) amide derivative according to 
the present invention has not been described. 

DISCLOSURE OF THE INVENTION 

[0003] The present inventors have intensively studied to develop a novel agricultural chemical, and as a result, they 
have found that an N-(4-pyrazolyl)amide derivative according to the present invention is a novel compound which has 
not yet been described in any literature, and is useful as an agricultural and horticultural chemical, especially a germi- 
cide, a fungicide, an insecticide, or a nematocide. Thus, the present invention has been accomplished. 
[0004] Namely, the present invention relates to an N-(4-pyrazolyl)amide derivative represented by the general for- 
mula (I) as shown below, an agricultural and horticultural chemical, especially a germicide, a fungicide, an insecticide, 
or a nematocide containing said compound as an active ingredient, and a usage thereof: 




(0 



wherein R 1 represents a hydrogen atom; a (C^CgJalkyl group; a halo^-CgJalkyl group; a hydroxy(C 1 -C 6 )alkyl group; 
a cyano(C 1 -C 6 )alkyl group; a formyl(C 1 -C 6 )alkyl group; a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 2 -C 6 ) 
alkynyl group; a halo(C 2 -C 6 )alkynyl group; a (C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a halo^-C^alkoxy^-CgJalkyl group; 
a (C 1 -C 6 )alkylthio(C 1 -C 6 )-alkyl group; a halo(C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylsulfinyl(C 1 -C 6 )alkyl 
group; a halo(C 1 -C 6 )-alkylsulfinyl(C 1 -C 6 )alkyl group; a (C^CgJalkylsulfonyl (C^C^alkyl group; a halo(C 1 -C 6 )alkylsul- 
fonyl-(C 1 -C 6 )alkyl group; a mono (C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group; a di(C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group 
whose (C 1 -C 6 )alkyl groups may be the same or different; a (C 1 -C 6 )alkylsulfonyl group; a halo(C 1 -C 6 )alkylsulfonyl group; 
a mono(C.|-C 6 )alkylaminosulfonyl group; a di^-C^alky!- aminosulfonyl group whose (C^CgJalkyl groups may be the 
same ordifferent; a (C^CgJalkyloxycarbonyl^-CgJalkyl group; amono (C^CgJalkylaminocarbonylfC^CgJalkyl group; 
a di(C 1 -C 6 )alkylaminocarbonyl(C 1 -C 6 )alkyl group whose (C^-C Q )a\ky\ groups may be the same or different; a (C^Cg) 
alkyloxyimino-(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylsulfonyloxy(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkylsulfonyloxy(C 1 -C 6 ) 
alkyl group; a (C 1 -C 6 )alkylcarbonyloxy(C 1 -C 6 )alkyl group; a phenylsulfonyl group; a substituted phenylsulfonyl group 
having at least one substituent which may be the same or different and is selected from the group consisting of a 
halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C 1 -C 6 )alkyl group, 
a halofC^CgJalkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 ) 
alkynyl group, a (C-i-C^alkoxyl group, a halo(C r C 6 )alkoxyl group, a (C 1 -C 6 )alkylthio group, a halo^-C^alkylthio 
group, a (C 1 -C 6 )alkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C 1 -C 6 ) alkylsulfonyl group, a halo(C 1 -C 6 )alkyl- 
sulfonyl group, a mono^-CgJalkylamino group, a di(C 1 -C 6 )alkylamino group whose (C^CgJalkyl groups may be the 
same or different, a (C^CgJalkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino group; a (C 3 -C 6 )cycloalkyl 
group; a halo(C 3 -C 6 )cycloalkyl group; a (C 3 -C 6 )cycloalkenyl group; a halo(C 3 -C 6 )cycloalkenyl group; a phenyl group; 



EP 1 319 657 A1 



a substituted phenyl group having at least one substituent which may be the same or different and is selected from 
the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto 
group, a (C 1 -C 6 )alkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 ) 
alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^-Cgjalkoxyl group, a halo^-C^alkoxyl group, a (C^-Cgjalkylthio 
group, a halofC^-CgJalkylthio group, a (C^-Cgjalkylsulfinyl group, a halofC^-CgJalkylsulfinyl group, a (C^CgJalkylsul- 
fonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a mono^-CgJalkylamino group, a difC^CgJalkylamino group whose 
(C^-Cgjalkyl groups may be the same or different, a (C 1 -C 6 )alkylsulfonyl amino group, and a halo(C 1 -C 6 )alkylsulfo- 
nylamino group; or a -COZ m (R 6 ) group {wherein, R 6 represents a hydrogen atom; a (C 1 -C 6 )alkyl group; a halo(C 1 -C 6 ) 
alkyl group; a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; 
a (C^-Cgjalkoxy^-Cgjalkyl group; a halo(C 1 -C 6 )alkoxy-(C 1 -C 6 )alkyl group; a (C^CgJalkylthio (C r C 6 )alkyl group; a 
halo(C 1 -C 6 )alkylthio (C r C 6 )alkyl group; a (C 1 -C 6 )-alkylsulfinyl (C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkylsulfinyl (C r C 6 ) 
alkyl group; a (C^CgJalkylsulfonyl-^-CgJalkyl group; a halofC^C^alkylsulfonyHC^CgJalkyl group; a mono^-Cg) 
alkylamino (C 1 -C 6 )alkyl group; a di(C 1 -C 6 )alkylamino (C^CgJalkyl group whose (C^-Cgjalkyl groups may be the same 
or different; a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cycloalkyl group; a (C 3 -C 6 )cycloalkenyl group; a halo(C 3 -C 6 )cy- 
cloalkenyl group; a phenyl group; or a substituted phenyl group having at least one substituent which may be the same 
or different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, 
an amino group, a mercapto group, a (C 1 -C 6 )alkyl group, a halo(C r C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, a halo 
(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C 1 -C 6 )alkoxyl group, a halo(C 1 -C 6 )alkoxyl 
group, a (C 1 -C 6 )alkylthio group, a halo^-CgJalkylthio group, a (C 1 -C 6 )alkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl 
group, a (C^-C^alkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a mono^-C^alkylamino group, a di(C 1 -C 6 ) 
alkylamino group whose (C^-C^alkyl groups may be the same or different, a (C 1 -C 6 )alkylsulfonylamino group, and a 
halo (C^CgJalkylsulfonylamino group; Z represents an oxygen atom; a sulfur atom; or N(R 7 ) [wherein, R 7 represents 
a hydrogen atom; a (C^-Cgjalkyl group; a halo(C 1 -C 6 )alkyl group; a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; 
a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; a (C^-Cgjalkoxy (C^CgJalkyl group; a halo(C 1 -C 6 )alkoxy(C 1 -C 6 ) 
alkyl group; a (C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )-alkylthio(C 1 -C 6 )alkyl group; a (C^-C^alkylsulfi- 
nyl-fC^CgJalkyl group; a halofC^CeJalkylsulfinylfC^CgJalkyl group; a (C^C^alkylsulfonyKC^-CeJalkyl group; a halo 
(C^CgJalkylsulfonyKC^-CeJalkyl group; a mono-fC^CgJalkylaminofC^CgJalkyl group; a di (C^CeJalkylaminotC^Ce) 
alkyl group whose (C^-C^alky! groups may be the same or different; a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cycloalkyl 
group; a (C 3 -C 6 )cycloalkenyl group; or a halo(C 3 -C 6 )cycloalkenyl group]; and m represents an integer of 0 to 1}; 
[0005] R 2 and R 3 may be same or different, and represent a hydrogen atom, a halogen atom; a cyano group; a nitro 
group; a hydroxyl group; a mercapto group; an amino group; a (C 1 -C 6 )alkyl group; a halo-fC^-C^alky! group; a (C 2 -C 6 ) 
alkenyl group; a halo(C 2 -C 6 )-alkenyl group; a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )-alkynyl group; a (C 1 -C 6 )alkoxyl 
group; a halo(C 1 -C 6 )-alkoxyl group; a (C 1 -C 6 )alkylthio group; a halo(C 1 -C 6 )-alkylthio group; a (C 1 -C 6 )alkylsulfinyl 
group; ahalo^-C^alkylsulfinyl group; a (C^CgJalkylsulfonyl group; a halofC^-C^alkylsulfonyl group; a mono (C^-Cg) 
alkylamino group; a di(C 1 -C 6 )alkylamino group whose (C^-Cgjalkyl groups may be the same or different; a (C^Cg) 
alkoxy(C 1 -C 6 )alkyl group; a halofC-i-CgJalkoxy-fC^CgJalkyl group; a (C^CgJalkylthiofC^CgJalkyl group; a halo(C 1 -C 6 ) 
alkylthio^-C^alkyl group; a (C^CgJalkylsulfinyl (C^-C^alky! group; a halo(C 1 -C 6 )alkylsulfinyl-(C 1 -C 6 )alkyl group; a 
(C 1 -C 6 )alkylsulfonyl(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkylsulfonyl (C^-C^alky! group; a mono (C 1 -C 6 )alkylamino 
(C^CgJalkyl group; adi (C^CgJalkylaminofC^CgJalkyl group whose (C^-Cgjalkyl groups may be the same or different; 
a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cycloalkyl group; a (C 3 -C 6 )cycloalkenyl group; a halo(C 3 -C 6 )cycloalkenyl 
group; a phenyl group; a substituted phenyl group having at least one substituent which may be the same or different 
and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino 
group, a mercapto group, a (C 1 -C 6 )alkyl group, a halo-(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )-alkenyl 
group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )-alkynyl group, a (C 1 -C 6 )alkoxyl group, a halofC^CgJ-alkoxyl group, a 
(C^CgJalkylthio group, a halo(C 1 -C 6 )-alkylthio group, a (C^CgJalkylsulfinyl group, a halofC^C^alkylsulfinyl group, a 
(C^-Cgjalkylsulfonyl group, a halofC^CgJalkylsulfonyl group, a mono(C 1 -C 6 )-alkylamino group, a di^^C^alkylamino 
group whose (C^-Cgjalkyl groups may be the same or different, a (C^CgJalkylsulfonylamino group, and a halo(C 1 -C 6 ) 
alkylsulfonylamino group; a phenoxy group; a substituted phenoxy group having at least one substituent which may 
be the same or different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a 
hydroxyl group, an amino group, a mercapto group, a (C 1 -C 6 )alkyl group, a halo^-CgJalkyl group, a (C 2 -C 6 )alkenyl 
group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C 1 -C 6 )alkoxyl group, a halo 
(C 1 -C 6 )alkoxyl group, a (C 1 -C 6 )alkylthio group, a halo(C| -C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl group, a halo(C 1 -C 6 ) 
alkylsulfinyl group, a (C^-Cgjalkylsulfonyl group, a halofC^CgJalkylsulfonyl group, a monofC^CgJalkylamino group, a 
di(C 1 -C 6 )alkylamino group whose (C 1 -C 6 )alkyl groups may be the same or different, a (C^CgJalkylsulfonylamino group, 
and a halo(C 1 -C 6 )alkylsulfonylamino group; a phenylthio group; a substituted phenylthio group having at least one 
substituent which may be the same or different and is selected from the group consisting of a halogen atom, a cyano 
group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^-C^alkyl group, a halo(C-|-C 6 )alkyl 
group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a 
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(C^CgJalkoxyl group, a halofC^-CgJalkoxyl group, a (C^-Cgjalkylthio group, a halofC^-CgJalkylthio group, a (C^-C 6 ) 
alkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C^CgJalkylsulfonyl group, a halo(C-|-C 6 )alkylsulfonyl group, a 
mono(C 1 -C 6 )alkylamino group, a di(C 1 -C 6 )alkylamino group whose (C 1 -C 6 )alkyl groups may be the same or different, 
a (C^CgJalkylsulfonyl amino group, and a halofC-i-CgJalkylsulfonyl amino group; a -ZCOZ m (R 6 ) group (wherein, R 6 , 
Z, and m are the same as described above); or a -COZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described 
above); 

[0006] R 4 represents a hydrogen atom; a (C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkyl group; a cyano(C 1 -C 6 )alkyl group; 
a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; a (C r C 6 ) 
alkoxy(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )-alkoxy(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkoxy(C 1 -C 6 )-alkoxy(C 1 -C 6 )alkyl group; 
a (C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylsulfinyl(C 1 -C 6 )alkyl 
group; a halo(C 1 -C 6 )-alkylsulfinyl(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylsulfonyl-(C 1 -C 6 )alkyl group; a halo^-CgJalkylsul- 
fonylfC^CgJ-alkyl group; a mono^-CgJalkylamino^-CgJalkyl group; a di (C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group 
whose (C^CgJalkyl groups may be the same or different; a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cycloalkyl group; a 
(C 3 -C 6 )cycloalkenyl group; a halo(C 3 -C 6 )cycloalkenyl group; a -COZ m (R 6 ) group (wherein, R 6 , Z, and m are the same 
as described above), a-CSNH(R 6 ) group (wherein, R 6 , is the same as described above), a (C^-C^alkylcarbonyl (C^-Cg) 
alkyl group; a (C^CgJalkoxycarbonylfC^CgJalkyl group; a phenyKC^CgJalkyl group; a substituted phenyl(C 1 -C 6 )alkyl 
group having on the ring at least one substituent which may be the same or different and is selected from the group 
consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a 
(C^CgJalkyl group, a halo-(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, a halo(C2-C6)-alkenyl group, a (C 2 -C 6 )alkynyl 
group, a halo(C2-C6)-alkynyl group, a (C 1 -C 6 )alkoxyl group, a halo(C 1 -C 6 )-alkoxyl group, a (C^-C^alkylthio group, a 
halo(C 1 -C 6 )-alkylthio group, a (C 1 -C 6 )alkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C 1 -C 6 )alkylsulfonyl group, 
a halo (C^-Cgjalkylsulfonyl group, a monofC^-CgJ-alkylamino group, a di(C 1 -C 6 )alkylamino group whose (C^-Cgjalkyl 
groups may be the same or different, a (C^-Cgjalkylsulfonylamino group, and a halo(C 1 -C 6 )-alkylsulfonylamino group; 
a heterocyclic^ -C 6 )alkyl group (a heterocyclic ring represents a pyridyl group; a pyridine-N-oxide group; a pyridazinyl 
group; a pyrimidinyl group; a pyrazyl group; a piperidyl group; a piperazino group; a morpholinyl group; a morpholino 
group; a furyl group; a tetrahydrofuryl group; a thienyl group; a tetrahydrothienyl group; a pyrrolyl group; a pyrrolidyl 
group; an imidazolidinyl group; an oxazolyl group; an isoxazolyl group; an oxadiazolyl group; a thiazolyl group; an 
isothiazolyl group; a thiadiazolyl group; an imidazolyl group; a triazolyl group; a pyrazolyl group; an indolyl group; a 
benzofuryl group; a benzothienyl group; an indazolyl group; a quinolyl group; an isoquinolyl group; or a quinazolyl 
group); or a substituted heterocyclic-^ -C 6 )alkyl group (the heterocyclic group is the same as the above-described) 
having on the ring at least one substituent which may be the same or different and is selected from the group consisting 
of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C r C 6 )alkyl 
group, a halo-(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, a halo-(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a ha- 
lo-(C 2 -C 6 )alkynyl group, a (C^-Cgjalkoxyl group, a halo-fC^-C^alkoxyl group, a (C^CgJalkylthio group, a halo^-Cg) 
alkylthio group, a (C^CgJalkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C^CgJalkylsulfonyl group, a halo 
(C^CgJalkylsulfonyl group, a mono(C 1 -C 6 )-alkylamino group, a difC^-C^alkylamino group whose (C-|-C 6 )alkyl groups 
may be the same or different, a (C^C^alkylsulfonylamino group, and a halo(C 1 -C 6 )-alkylsulfonylamino group; 
[0007] R 5 represents at least one group selected from the group consisting of (i), (ii), (iii), (iv), (v), and (vi) as described 
below; 

(i) a group represented by the formula (a): 




wherein X may be the same or different, and represents a halogen atom; a cyano group; a nitro group; a hydroxyl 
group; a mercapto group; an amino group; a (C^-Cgjalkyl group; a halofC^-CgJalkyl group; acyano-fC^-CgJalkyl group; 
a (C 2 -C 6 )alkenyl group; a halo-(C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo-(C 2 -C 6 )alkynyl group; a (C^-Cg) 
alkoxyl group; a halo-(C 1 -C 6 )alkoxyl group; a (C 1 -C 6 )alkylthio group; a halo(C 1 -C 6 )alkylthio group; a (C 1 -C 6 )alkylsulfinyl 
group; a halo(C 1 -C 6 )alkylsulfinyl group; a (C^-C^alkylsulfonyl group; a halo(C 1 -C 6 )alkylsulfonyl group; a mono^-Cg) 
alkylamino group; a di(C-|-C 6 )alkylamino group whose (C^-Cgjalkyl groups may be the same or different; a (C^-Cg) 
alkoxyfC^-CgJalkyl group; a halo(C 1 -C 6 )-alkoxy(C 1 -C 6 )alkyl group; a (C^CgJalkylthio^-CgJalkyl group; a halo^-Cg) 
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alkylthiofC^-CgJalkyl group; a (C-j-CgJalkylsulfinyl (C^-Cgjalkyl group; a halofC^CgJ-alkylsulfiny^C^CgJalkyl group; a 
(C^CgJalkylsulfonyl-fC^CgJalkyl group; a halofC^CgJalkylsulfonyKC^-CgJ-alkyl group; a mono^-CgJalkylamino 
(C^CgJalkyl group; a di (C 1 -C 6 )alkylamino (C 1 -C 6 )alkyl group whose (C 1 -C 6 )alkyl groups may be the same or different; 
a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cycloalkyl group; a (C^CgJalkylenedioxy group; a (C^CgJalkyKC^CgJalkylen- 
edioxy group; a phenyl(C 1 -C 6 )alkylenedioxy group; a substituted phenylfC^CgJalkylenedioxy group having on the ring 
at least one substituent which may be the same or different and is selected from the group consisting of a halogen 
atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C 1 -C 6 )alkyl group, a halo 
(C-i-C^alkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl 
group, a (C 1 -C 6 )alkoxyl group, a halo^-Cyalkoxyl group, a (C 1 -C 6 )alkylthio group, a halo^-Cyalkylthio group, a 
(C^-Cgjalkylsulfinyl group, a halofC^-CgJalkylsulfinyl group, a (C^-Cgjalkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl 
group, a mono(C 1 -C 6 )alkylamino group, a di(C 1 -C 6 )alkylamino group whose (C 1 -C 6 )alkyl groups may be the same or 
different, a (C^-Cgjalkylsulfonyl amino group, and a halo(C 1 -C 6 )alkylsulfonyl amino group; a pheny\(C^-CQ)a\Wy\(C^-C 6 ) 
alkylenedioxy group; a substituted phenyl^ -C^alkyKC^-C^alkylenedioxy group having on the ring at least one sub- 
stituent which may be the same or different and is selected from the group consisting of a halogen atom, a cyano 
group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^CgJalkyl group, a halofC^-C^alkyl 
group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a 
(C^CgJalkoxyl group, a halo^-CgJalkoxyl group, a (C^CgJalkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C^-Cg) 
alkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C^-Cgjalkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a 
mono(C r C 6 )alkylamino group, a di(C 1 -C 6 )alkylamino group whose (C-j-C^alkyl groups may be the same or different, 
a (C^CgJalkylsulfonyl amino group, and a halo(C 1 -C 6 )alkylsulfonyl amino group; a hydroxyimino(C 1 -C 6 )alkyl group; a 
(C 1 -C 6 )alkoxyimino-(C 1 -C 6 )alkyl group; a (C 2 -C 6 )alkenyloxyimino (C 1 -C 6 )alkyl group; a phenyl(C r C 6 )alkoxyimino 
(C^-CeJalkyl group; a substituted phenyl^ -Cgjalkoxyimino^-Cgjalkyl group having on the ring at least one substit- 
uent which may be the same or different and is selected from the group consisting of a halogen atom, a cyano group, 
a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^-Cgjalkyl group, a halo(C 1 -C 6 )alkyl group, a 
(C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo (C 2 -C 6 )alkynyl group, a (C 1 -C 6 ) 
alkoxyl group, a halofC^-CgJalkoxyl group, a (C^-Cyalkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C^-C^alkylsulfinyl 
group, a halofC^-CgJalkylsulfinyl group, a (C^-Cgjalkylsulfonyl group, a halofC^-CeJalkylsulfonyl group, a mono^-Cg) 
alkylamino group, a di(C r C 6 )alkylamino group whose (C^-Cgjalkyl groups may be the same or different, a (C^-Cg) 
alkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino group; a heterocyclic (C^CgJalkoxyiminofC^CgJalkyl 
group (the heterocyclic ring is the same as described above); a substituted heterocyclic (C^-Cgjalkoxyimino^-Cg) 
alkyl group (the heterocyclic group is the same as described above) having on the ring at least one substituent which 
may be the same or different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, 
a hydroxyl group, an amino group, a mercapto group, a (C 1 -C 6 )alkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl 
group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^-Cgjalkoxyl group, a halo 
(C 1 -C 6 )alkoxyl group, a (C 1 -C 6 )alkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl group, a halo(C 1 -C 6 ) 
alkylsulfinyl group, a (C^-Cgjalkylsulfonyl group, a halo-(C-|-C 6 )alkylsulfonyl group, a mono^-CgJalkylamino group, 
a same or different di(C 1 -C 6 )alkylamino group, a (C 1 -C 6 ) alkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylami- 
no group; a (C 1 -C 6 )alkylcarbonyl(C 1 -C 6 )alkyl group; a (C^-C^alkoxycarbonyl (C 1 -C 6 )alkyl group; the following group: 




(wherein, R 6 is same or different, and the same as described above, and 1 is an integer of 2 to 4); a -COZ m (R 6 ) group 
(wherein, R 6 , Z, and m are the same as described above); a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the same 
as described above); a (C 1 -C 6 )-alkylsulfonylamino group; a halo(C 1 -C 6 )alkylsulfonylamino group; a phenyl group; a 
substituted phenyl group having at least one substituent which may be the same or different and is selected from the 
group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, 
a (C-i-CgJalkyl group, a halofC^-C^alkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl 
group, a halo(C 2 -C 6 )alkynyl group, a (C^-C^alkoxyl group, a halofC^-CgJalkoxyl group, a (C-|-C 6 )alkylthio group, a 
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halofC^-CgJalkylthio group, a (C^-Cgjalkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C 1 -C 6 )alkylsulfonyl group, 
a halo(C 1 -C 6 )alkylsulfonyl group, a mono(C 1 -C 6 )alkylamino group, a di(C 1 -C 6 )alkylamino group whose (C 1 -C 6 )alkyl 
groups may be the same or different, a -COZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above), 
a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above), a (C^C^alkylsulfonylamino group, a 
halofC^CgJ-alkylsulfonylamino group, a hydroxyiminofC^-CgJalkyl group, a (C 1 -C 6 )alkoxyimino(C 1 -C 6 )alkyl group, a 
heterocyclic group (a heterocyclic ring is the same as described above), and a substituted heterocyclic group (a het- 
erocyclic ring is the same as described above) having at least one substituent which may be the same or different and 
is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino 
group, a mercapto group, a (C^-C^alky! group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl 
group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^-Cgjalkoxyl group, a halofC^-CgJalkoxyl group, a 
(C^-Cgjalkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C^CgJalkylsulfinyl group, a halofC^CgJalkylsulfinyl group, a 
(C^-Cgjalkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a monofC^-CgJalkylamino group, a di^^CgJalkylamino 
group whose (C^-Cgjalkyl groups may be the same or different, a (C^-Cgjalkylsulfonylamino group, and a halo(C 1 -C 6 ) 
alkylsulfonylamino group; a naphthyl group; a substituted naphthyl group having at least one substituent which may 
be the same or different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a 
hydroxyl group, an amino group, a mercapto group, a (C r C 6 )alkyl group, a halo^-CgJalkyl group, a (C 2 -C 6 )alkenyl 
group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo (C 2 -C 6 )alkynyl group, a (C^-Cgjalkoxyl group, a halo 
(C 1 -C 6 )alkoxyl group, a (C 1 -C 6 )alkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl group, a halo(C 1 -C 6 ) 
alkylsulfinyl group, a (C^-C^alkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a mono(C 1 -C 6 )alkylamino group, a 
di(C 1 -C 6 )alkylamino group whose (C^-Cgjalkyl groups may be the same or different, a -COZ m (R 6 ) group (wherein, R 6 , 
Z, and m are the same as described above), a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described 
above), a (C^CgJalkylsulfonylamino group, and a halo-^-CgJalkylsulfonylamino group; a heterocyclic group (a het- 
erocyclic ring is the same as described above); a substituted heterocyclic group (a heterocyclic ring is the same as 
described above) having at least one substituent which may be the same or different and is selected from the group 
consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a 
(C^CgJalkyl group, a halo^-CgJalkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl 
group, a halo(C 2 -C 6 )alkynyl group, a (C^-Cgjalkoxyl group, a halofC^-CgJalkoxyl group, a (C 1 -C 6 )alkylthio group, a 
halo(C 1 -C 6 )alkylthio group, a (C^CgJalkylsulfinyl group, a halo(C r C 6 )alkylsulfinyl group, a (C r C 6 )alkylsulfonyl group, 
a halofC^CgJalkylsulfonyl group, a mono^-CgJalkylamino group, a di^^CgJalkylamino group whose (C^-Cgjalkyl 
groups may be the same or different, a -COZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above), 
a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above), a (C^CgJalkylsulfonylamino group, a 
halo(C 1 -C 6 )alkylsulfonylamino group, a hydroxyimino(C 1 -C 6 )alkyl group, and a (C 1 -C 6 )-alkoxyimino(C 1 -C 6 )alkyl group; 
or -Q-Ar [wherein Q represents an oxygen atom; a sulfur atom; N(R 7 ) (wherein, R 7 is same as described above); a 
(C^CgJ-alkylene group; a (C^-CgJalkyl^-CeJalkylene group; a halo^-CgJalkyl^-CgJalkylene group; a hydroxy 
(C^CgJ-alkyl (C^CgJalkylene group; a (C 1 -C 6 )alkoxy(C 1 -C 6 )-alkyl(C 1 -Cg)alkylene group; a (C 2 -Cg)alkenyl(C.,-Cg)- 
alkylene group; a ha\o(C 2 -C 6 )a\Wer\y\(Ci-C Q )a\ky\er\e group; a (C 2 -C 6 )alkynyl(C 1 -C 6 )alkylene group; a halo-(C 2 -C 6 ) 
alkynyl(C 1 -C 6 )alkylene group; a hydroxy (C 1 -C 6 )-alkylene group; a (C 1 -C 6 )alkoxy(C 1 -C 6 )alkylene group; a halo(C 1 -C 6 ) 
alkoxy(C 1 -C 6 )alkylene group; a (C 1 -C 6 )alkylcarbonyloxy(C 1 -C 6 )alkylene group; a cyano(C 1 -C 6 )alkylene group; a halo 
(C^-C^alkylene group; a (Cg-CgJcycloalkyKC^CgJalkylene group; a (C 3 -C 6 )cycloalkenyl(C 1 -C 6 )-alkylene group; a 
(C-i-CgJalkylcarbonyKC^CgJalkylene group; a (C^CgJalkoxycarbonyKC^CgJalkylene group; an aminofC^CgJalkylene 
group; a mono^^CgJalkylamino-fC^CgJalkylene group; a di(C 1 -C 6 )alkylamino(C 1 -C 6 )-alkylene group whose (C^-Cg) 
alkyl groups may be the same or different; a (C^CgJalkylcarbonylaminofC^CgJ-alkylene group; a (C^CgJalkoxycarb- 
onylamino(C 1 -C 6 )-alkylene group; a mercapto(C 1 -C 6 )alkylene group; a (C 1 -C 6 )alkylthio (C^-Cgjalkylene group; an 
alkylsulfinyl (C 1 -C 6 )alkylene group; a (C 1 -C 6 )alkylsulfonyl (C^-Cgjalkylene group; a (C 3 -C 6 )cycloalkylene group; a 
(C 2 -C 6 )alkenylene group; a (C 1 -C 6 )alkyl(C 2 -C 6 )alkenylene group; a halo(C 1 -C 6 )alkyl(C 2 -C 6 )alkenylene group; a hy- 
droxyfC^CgJalkyKC^CgJalkenylene group; a (C^CgJ-alkoxy^^CgJalkyK^-CgJalkenylene group; a (C 2 -C 6 )-alkenyl 
(C 2 -C 6 )alkenylene group; a halo(C 2 -C 6 )alkenyl-(C 2 -C 6 )alkenylene group; a (C 2 -C 6 )alkynyl(C 2 -C 6 )-alkenylene group; 
a halo(C 2 -C 6 )alkynyl(C 2 -C 6 )alkenylene group; a hydroxy(C 2 -C 6 )alkenylene group; a (C^-C^alkoxy (C 2 -C 6 )alkenylene 
group; a halo (C 1 -C 6 )alkoxy (C 2 -C 6 )-alkenylene group; a (C 1 -C 6 )alkylcarbonyloxy(C 2 -C 6 )-alkenylene group; a cyano 
(C 2 -C 6 )alkenylene group; a halo(C 2 -C 6 )alkenylene group; a (C 3 -C 6 )cycloalkyl(C 2 -C 6 )-alkenylene group; a (C 3 -C 6 )cy- 
cloalkenyl(C 2 -C 6 )alkenylene group; a (C^C^alkylcarbonyKC^C^alkenylene group; a (C r C 6 )alkoxylcarbonyl(C 2 -C 6 ) 
alkenylene group; an amino(C 2 -C 6 )alkenylene group; a mono(C 1 -C 6 )alkylamino-(C 2 -C 6 )alkenylene group; a di^-Cg) 
alkylamino(C 2 -C 6 )-alkenylene group whose (C^CgJalkyl groups may be the same or different; a (C^C^alkylcarbo- 
nylamino(C 2 -C 6 )-alkenylene group; a (C^CgJalkoxycarbonylamino^-CgJ-alkenylene group; a mercapto(C 2 -C 6 )alke- 
nylene group; a (C 1 -C 6 )alkylthio(C 2 -C 6 )alkenylene group; a (C 1 -C 6 )alkylsulfinyl(C 2 -C 6 )alkenylene group; a (C^-Cg) 
alkylsulfonyl(C 2 -C 6 )alkenylene group; a (C 2 -C 6 )alkynylene group; a (C^-Cgjalkylenoxy group; a (C^CgJalkyKC^Cg)- 
alkylenoxy group; a (C^CgJalkylenethio group; a (C^CgJ-alkyKC^CgJalkylenethio group; a (C^CgJalkyleneamino 
group; a (C^CgJalkyKC^CgJalkylene amino group; a carbonyl group; a hydroxyimino group; a (C-,-C 6 )alkoxyimino 
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group; a (C 1 -C 6 )alkylenedioxy(C 1 -C 6 )alkylene group; or a Z(R 6 ) m CO group (wherein, R 6 , Z, and m are the same as 
described above) ; 

[0008] Ar represents a phenyl group; a substituted phenyl group having at least one substituent which may be the 
same or different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl 
group, an amino group, a mercapto group, a (C^CgJalkyl group, a halofC^CgJalkyl group, a (C 2 -C 6 )alkenyl group, a 
halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^CgJalkoxyl group, a halofC^Cg) 
alkoxyl group, a (C 1 -C 6 )alkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C^-C^alkylsulfinyl group, a halo(C 1 -C 6 )alkyl- 
sulfinyl group, a (C^-C^alkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a mono(C 1 -C 6 )alkylamino group, a di 
(C 1 -C 6 )alkylamino group whose (C 1 -C 6 )alkyl groups may be the same or different, a hydroxyimino(C 1 -C 6 )alkyl group, 
a (C 1 -C 6 )alkoxyimino(C 1 -C 6 ) alkyl group, a (C 2 -C 6 )alkenyloxyimino (C^CgJalkyl group, a-COZ m (R 6 ) group (wherein, 
R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described 
above), a (C^CgJalkylsulfonylamino group, and a halo^-CgJalkylsulfonylamino group; anaphthyl group; asubstituted 
naphthyl group having at least one substituent which may be the same or different and is selected from the group 
consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a 
(C^CgJalkyl group, a halofC^-CgJalkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl 
group, a halo(C 2 -C 6 )alkynyl group, a (C^CgJalkoxyl group, a halo^-CgJalkoxyl group, a (C r C 6 )alkylthio group, a 
halo(C 1 -C 6 )alkylthio group, a (C^-Cyalkylsulfinyl group, a halo(C r C 6 )alkylsulfinyl group, a (C r C 6 )alkylsulfonyl group, 
a halo(C 1 -C 6 )alkylsulfonyl group, a mono^-CgJalkylamino group, a difC^CgJalkylamino group whose (C^CgJalkyl 
groups may be the same or different, a -COZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above), 
a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above), a (C 1 -C 6 )alkylsulfonylamino group, 
and a halo-(C 1 -C 6 )alkylsulfonylamino group; a heterocyclic group (a heterocyclic ring is the same as described above); 
or a substituted heterocyclic group (a heterocyclic ring is the same as described above) having at least one substituent 
which may be the same or different and is selected from the group consisting of a halogen atom, a cyano group, a 
nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^CgJalkyl group, a halo(C 1 -C 6 )alkyl group, a 
(C 2 -C 6 )alkenyl group, a halo (C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo-(C 2 -C 6 )alkynyl group, a (C 1 -C 6 ) 
alkoxyl group, a halo-(C 1 -C 6 )alkoxyl group, a (C 1 -C 6 )alkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl 
group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C^-Cyalkylsulfonyl group, a halofC^-Cyalkylsulfonyl group, a mono^-Cg)- 
alkylamino group, a difC^CgJalkylamino group whose (C^-C^alky! groups may be the same or different, a -COZ m (R 6 ) 
group (wherein, R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the 
same as described above), a (C 1 -C 6 )alkylsulfonylamino group, a halo(C 1 -C 6 )alkylsulfonylamino group, a hydroxyimino 
(C 1 -C 6 )alkyl group, a (C 1 -C 6 )-alkoxyimino(C 1 -C 6 )alkyl group, and a (C 2 -C 6 )alkenyloxyimino(C 1 -C 6 )alkyl group]; and 

n represents an integer of 1 to 5; 
(ii) a group represented by the formula (b): 



wherein R 8 represents a hydrogen atom; a halogen atom; a cyano group; a nitro group; a hydroxyl group; an amino 
group; a mercapto group; a (C^-Cgjalkyl group; a halo(C 1 -C 6 )alkyl group; a cyano(C 1 -C 6 )alkyl group; a (C 3 -C 6 )cy- 
cloalkyl group; a halo(C 3 -C 6 )cycloalkyl group; a cyano(C 3 -C 6 )cycloalkyl group; a (C^-CgJalkyKCg-CgJcycloalkyl group; 
a (C^-Cgjalkyl halo(C 3 -C 6 )cycloalkyl group; a (C 3 -C 6 )cycloalkyl(C 1 -C 6 )alkyl group; a (C 2 -C 6 )alkenyl group; a (C 3 -C 6 ) 
cycloalkenyl group; a halo(C 2 -C 6 )alkenyl group; a (Cg-CgJcycloalkenyKC^CgJalkyl group; a (C 2 -C 6 )alkynyl group; a 
halo(C 2 -C 6 )alkynyl group; a (C^-Cgjalkoxyl group; a halofC^CgJalkoxyl group; a (C^CgJalkylthio group; a halofC^Cg) 
alkylthio group; a (C 1 -C 6 )alkylsulfinyl group; a halo(C 1 -C 6 )alkylsulfinyl group; a (C 1 -C 6 )alkylsulfonyl group; a halo 
(C^CgJalkylsulfonyl group; a mono(C 1 -C 6 )alkylamino group; a di(C 1 -C6)alkylamino group whose (C 1 -C 6 )alkyl groups 
may be the same or different; a (C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a (C 1 -C 6 ) 
alkylthio-(C 1 -C 6 )alkyl group; a halo^-C^alkylthio (C^CgJalkyl group; a (C^C^alkylsulfinyKC^-CgJalkyl group; a halo 
(C 1 -C 6 )alkylsulfinyl (C r C Q )a\Wy\ group; a (C^C^-alkylsulfonyKC^C^alkyl group; a halofC^C^alkylsulfonyKC^Cg) 
alkyl group; a mono(C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group; a difC^-CgJalkylamino (C^CgJalkyl group whose (C 1 -C 6 )alkyl 
groups may be the same or different; acarboxy(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylcarbonyl(C 1 -C 6 )alkyl group; a (C 1 -C 6 ) 
alkoxycarbonyl (C 1 -C 6 )alkyl group; an aminocarbonyKC^-C^alkyl group; a mono(C 1 -C 6 )alkylaminocarbonyl(C 1 -C 6 ) 
alkyl group; adi(C 1 -CgJ-alkylaminocarbonyKC^CgJalkyl group whose (C^-C^alkyl groups may be the same or different; 
a -COZ m (R 6 ) group (in the formula, R 6 , Z, and m are the same as described above); a -ZCOZ m (R 6 ) group (wherein, 




(b) 



N 
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R 6 , Z, and m are the same as described above); a (C^-Cgjalkylsulfonyl amino group; a halofC^C^alkylsulfonylamino 
group; a hydro xyimino(C r C 6 )alkyl group; a (C 1 -C 6 )alkoxyimino(C 1 -C 6 )alkyl group; a (C 2 -C 6 )alkenyloxyimino(C 1 -C 6 ) 
alkyl group; a phenyl group; a substituted phenyl group having at least one substituent which may be the same or 
different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, 
an amino group, a mercapto group, a (C 1 -C 6 )alkyl group, a halo (C^CgJalkyl group, a (C 2 -C 6 )alkenyl group, a halo 
(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C 1 -C 6 )alkoxyl group, a halofC^CgJalkoxyl 
group, a (C 1 -C 6 )alkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl 
group, a (C 1 -C 6 )alkylsulfonyl group, a halo(C r C 6 )alkylsulfonyl group, a mono^-CgJalkylamino group, a di (C 1 -C 6 ) 
alkylamino group whose (C 1 -C 6 )alkyl groups may be the same or different, a methylenedioxy group, a -COZ m (R 6 ) 
group (wherein, R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the 
same as described above), a (C^C^alkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino group; a phenyl 
(C^-CeJalkyl group; a substituted phenyl^ -C 6 )alkyl group having on the ring at least one substituent which may be 
the same or different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a 
hydroxyl group, an amino group, a mercapto group, a (C^CgJalkyl group, a halo^-C^alkyl group, a (C 2 -C 6 )alkenyl 
group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^-C^alkoxyl group, a halo 
(C^CgJalkoxyl group, a (C^CgJalkylthio group, a halo(C 1 -C 6 )alkylthio group, a(C 1 -C 6 )alkylsulfinylgroup, ahalotC^Cg) 
alkylsulfinyl group, a (C^C^alkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a mono^-Cy-alkylamino group, 
a same or different di(C 1 -C 6 )alkylamino group, a -COZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described 
above), a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above), a (C 1 -C 6 )alkylsulfonyl amino 
group, and a halo^-C^-alkylsulfonylamino group; a naphthyl group; a substituted naphthyl group having at least one 
substituent which may be the same or different and is selected from the group consisting of a halogen atom, a cyano 
group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^-C^alkyl group, a halo(C 1 -C 6 )alkyl 
group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a 
(C^CgJalkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C^-Cgjalkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C^-Cg) 
alkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C-i-CgJalkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a 
mono(C 1 -C 6 )-alkylamino group, a di(C r C 6 )alkylamino group whose (C^-C^alkyl groups may be the same or different, 
a -COZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, 
and m are the same as described above), a (C^CgJalkylsulfonylamino group, and a halofC^CgJalkylsulfonylamino 
group; a heterocyclic group (a heterocyclic ring is the same as described above); a substituted heterocyclic group (a 
heterocyclic ring is the same as described above) having at least one substituent which may be the same or different 
and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino 
group, a mercapto group, a (C 1 -C 6 )alkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl 
group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C r C 6 )alkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a 
(C^CgJalkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C^CgJalkylsulfinyl group, a halofC^-CgJalkylsulfinyl group, a 
(C^CgJalkylsulfonyl group, a halo-^-CgJalkylsulfonyl group, a mono^-CgJalkylamino group, a difC^CgJalkylamino 
group whose (C^-Cgjalkyl groups may be the same or different, a -COZ m (R 6 ) group (wherein, R 6 , Z, and m are the 
same as described above), a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above), a (C^-Cg) 
alkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino group; a heterocyclic^ -C 6 )alkyl group; a substituted 
heterocyclic^ -C 6 )alkyl group (a heterocyclic ring is the same as described above) having at least one substituent 
which may be the same or different and is selected from the group consisting of same or different a halogen atom, a 
cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^-C^alky! group, a halofC^Cg) 
alkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, 
a (C^CgJalkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C-i-C^alkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C^-Cg) 
alkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C^CeJalkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a 
mono(C 1 -C 6 )alkylamino group, a d\(C : -C 6 )a\Wy\avr\\r\o group whose (C^-Cgjalkyl groups may be the same or different, 
a (C^CgJalkylsulfonylamino group, and a halofC^CgJalkylsulfonylamino group; or -Q-Ar (wherein, Q and Ar are the 
same as described above); 

[0009] A represents an oxygen atom; a sulfur atom; N=; N(R 7 ) (wherein, R 7 is the same as described above); or C 
(R 9 ) [wherein, R 9 represents a hydrogen atom; a halogen atom; a (C^-C^alky! group; a halofC^CgJalkyl group; a 
(C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; a (C^-C^alkoxy 
(C^-Cgjalkyl group; a halo(C 1 -C 6 )-alkoxy(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylthio (C 1 -C 6 )alkyl group; a halo(C 1 -C 6 ) 
alkylthio^-CgJalkyl group; a (C^CgJalkylsulfinyKC^CgJalkyl group; a halo(C 1 -C 6 )-alkylsulfinyl(C 1 -C 6 )alkyl group; a 
(C^CgJalkylsulfonyKC^-CeJalkyl group; a halofC^-C^alkylsulfonyl (C^CgJalkyl group; a mono (C^-Cgjalkylamino 
(C 1 -C 6 )alkyl group; a di(C 1 -C 6 )alkylamino (C 1 -C 6 )alkyl group whose (C 1 -C 6 )alkyl groups may be the same or different; 
a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cycloalkyl group; a (C 3 -C 6 )cycloalkenyl group; or a halo(C 3 -C 6 )cycloalkenyl 
group]; and 

B represents N=; N(R 8 ) (wherein, R 8 is the same as described above); or C(R 8 ) (wherein, R 8 is the same as 
described above); 



8 
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(iii) a naphthyl group; 

(iv) a substituted naphthyl group having at least one substituent which may be the same or different and is selected 
from the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto 
group, a (C^CgJalkyl group, a halo^-CgJalkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 ) 
alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C r C 6 )alkoxyl group, a halofC^-CgJalkoxyl group, a (C^-Cgjalkylthio 
group, a halo(C 1 -C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C^-Cgjalkylsul- 
fonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a mono(C 1 -C 6 )-alkylamino group, a di(C 1 -C 6 )alkylamino group whose 
(C 1 -C 6 )alkyl groups may be the same or different, a -COZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described 
above), a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above), a (C 1 -C 6 )alkylsulfonylamino 
group, and a halo^-CgJalkylsulfonylamino group; 

(v) a heterocyclic group (a heterocyclic ring is the same as described above); or 

(vi) a substituted heterocyclic group (a heterocyclic ring is the same as described above) having at least one substituent 
which may be the same or different and is selected from the group consisting of a halogen atom; a cyano group; a 
nitro group; a hydroxyl group; a mercapto group; an amino group; a halo(C 1 -C 6 )alkyl group (with the proviso of excluding 
a trifluoromethyl group); a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 ) 
alkynyl group; a halofC^-CgJalkoxyl group; a halofC^-C^alkylthio group; a (C^CgJalkylsulfinyl group; a halof^-Cg) 
alkylsulfinyl group; a (C^-Cgjalkylsulfonyl group; a halo(C 1 -C 6 )alkylsulfonyl group; a mono(C 1 -C 6 )alkylamino group; a 
difC^CgJalkylamino group whose (C : -C 6 )a\Wy\ groups may be the same or different; a (C^CgJalkoxy-fC^CgJalkyl 
group; a halo(C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a halo-(C 1 -C 6 )alkylthio(C 1 -C 6 ) 
alkyl group; a (C 1 -C 6 )alkylsulfinyl (C r C 6 )alkyl group; a halo(C 1 -C 6 )alkylsulfinyl (C^C^alkyl group; a (C 1 -C 6 )alkylsul- 
fonyl(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkylsulfonyl(C 1 -C 6 )alkyl group; a mono-(C 1 -C 6 )alkylamino (C^-C^alkyl group; 
a di (C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group whose (C 1 -C 6 )alkyl groups may be the same or different; a (C 3 -C 6 )cycloalkyl 
group, a halo(C 3 -C 6 )cycloalkyl group; a hydroxyiminofC^-Cyalkyl group, a (C^-Cgjalkoxyimino (C^-Cgjalkyl group, a 
(C 2 -C 6 )-alkenyloxyimino(C 1 -C 6 )alkyl group; a -COZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described 
above); a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above); a (C 1 -C 6 )alkylsulfonyl amino 
group; a halo(C 1 -C 6 )alkylsulfonylamino group; a phenyl group; a substituted phenyl group having at least one substit- 
uent which may be the same or different and is selected from the group consisting of an amino group, a mercapto 
group, a (C 1 -C 6 )alkyl group, a halo(C 1 -C 6 )alkyl group (with the proviso of excluding a trifluoromethyl group), a (C 2 -C 6 ) 
alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C r C 6 )alkoxyl group, 
a halo(C 1 -C 6 )alkoxyl group, a (C^CgJalkylthio group, a halo^-C^alkylthio group, a (C,-C 6 )alkylsulfinyl group, a halo 
(C^-Cgjalkylsulfinyl group, a (C^-C^alkylsulfonyl group, a halo-(C 1 -C 6 )alkylsulfonyl group, a mono(C 1 -C 6 )alkylamino 
group, a di(C 1 -C 6 )alkylamino group whose (C 1 -C 6 )alkyl groups may be the same or different, a -COZ m (R 6 ) group 
(wherein, R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the same 
as described above), a (C^CgJalkylsulfonyl amino group, and a halo(C 1 -C 6 )alkylsulfonylamino group; a naphthyl group; 
a substituted naphthyl group having at least one substituent which may be the same or different and is selected from 
the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto 
group, a (C^-C^alkyl group, a halo-(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, a halo-(C 2 -C 6 )alkenyl group, a (C 2 -C 6 ) 
alkynyl group, a halo-(C 2 -C 6 )alkynyl group, a (C 1 -C 6 )alkoxyl group, a halo-(C r C 6 )alkoxyl group, a (C 1 -C 6 )alkylthio 
group, a halo(C 1 -C 6 )alkylthio group, a (C^CgJalkylsulfinyl group, a halo^-CgJalkylsulfinyl group, a (C^-Cgjalkylsul- 
fonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a mono^-CgJalkylamino group, a di^^CgJalkylamino group whose 
(C 1 -C 6 )alkyl groups may be the same or different, a -COZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described 
above), a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above), a (C^CgJalkylsulfonylamino 
group, and a halo(C 1 -C 6 )alkylsulfonylamino group; a heterocyclic group (a heterocyclic ring is the same as described 
above); a substituted heterocyclic group (a heterocyclic ring is the same as described above) having at least one 
substituent which may be the same or different and is selected from the group consisting of a halogen atom, a cyano 
group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^C^alkyl group, a halo (C^CgJalkyl 
group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a 
(C^-Cgjalkoxyl group, a halofC^-CgJalkoxyl group, a (C^CgJalkylthio group, a halofCj-C^alkylthio group, a (C^-Cq) 
alkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C 1 -C 6 )alkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a 
mono(C r C 6 )alkylamino group, a di(C 1 -C 6 )alkylamino group whose (C r C 6 )alkyl groups may be the same or different, 
a -COZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, 
and m are the same as described above), a (C^CgJalkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino 
group; and -Q-Ar (wherein, Q and Ar are the same as described above); 

[0010] Y represents a (C r C 6 )alkylene group; a (C^C^alkyKC^CgJalkylene group; a halofC^CgJalkyl-tC^Cg) 
alkylene group; a hydroxy(C 1 -C 6 )alkyl(C 1 -C 6 )-alkylene group; a (C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl (C 1 -C 6 )-alkylene group; a 
(C 2 -C 6 )alkenyl(C 1 -C 6 )alkylene group; a halo(C 2 -C 6 )alkenyl(C 1 -C 6 )alkylene group; a (C 2 -C 6 )alkynyl (C^-Cgjalkylene 
group; a halo (C 2 -C 6 )alkynyl (C^-Cgjalkylene group; a hydroxy^ -C 6 )alkylene group; a (C-i-CgJalkoxy-fC^C^alkylene 
group; a halo(C 1 -C 6 )alkoxy (C^-C^alkylene group; a (C 1 -C 6 )alkylcarbonyloxy(C 1 -C 6 )alkylene group; a cyano (C^-Cg) 
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alkylene group; a halo(C 1 -C 6 )alkylene group; a (Cg-CgJcycloalkyHC^CgJalkylene group; a (C 3 -C 6 )cycloalkenyl(C 1 -C 6 ) 
alkylene group; a (C 1 -C 6 )alkylcarbonyl-(C 1 -C 6 )alkylene group; a (C 1 -C 6 )alkoxycarbonyl(C 1 -C 6 )-alkylene group; an 
amino^-C^alkylene group; a mono(C 1 -C 6 )alkyl amino(C 1 -C 6 )alkylene group; adi(C 1 -C 6 )alkylamino(C 1 -C 6 )alkylene 
group whose (C|-C 6 )alkyl groups may be the same or different; a (C 1 -C 6 )alkylcarbonylamino(C 1 -C 6 )alkylene group; a 
(C^CgJalkoxycarbonylaminofC^CQjalkylene group; a mercaptofC^CgJalkylene group; a (C^CgJalkylthio-fC^Cg) 
alkylene group; an (C^CgJalkylsulfinyKC^CgJ-alkylene group; a (C^C^alkylsulfonyKC^-CgJalkylene group; a (C 3 -C 6 ) 
cycloalkylene group; a (C 2 -C 6 )alkenylene group; a (C 1 -C 6 )alkyl(C 2 -C 6 )alkenylene group; a halo(C 1 -C 6 )alkyl(C 2 -C 6 ) 
alkenylene group; a hydroxy-(C 1 -C 6 )alkyl(C 2 -C 6 )alkenylene group; a (C 1 -C 6 )alkoxy-(C 1 -C 6 )alkyl(C 2 -C 6 )alkenylene 
group; a (C 2 -C 6 )alkenyl-(C 2 -C 6 )alkenylene group; a halo(C 2 -C 6 )alkenyl(C 2 -C 6 )-alkenylene group; a (C 2 -C 6 )alkynyl 
(C 2 -C 6 )alkenylene group; a halo(C 2 -C 6 )alkynyl(C 2 -C 6 )alkenylene group; a hydroxy(C 2 -C 6 )alkenylene group; a (C^-C 6 ) 
alkoxy(C 2 -C 6 )-alkenylene group; a halo(C 1 -C 6 )alkoxy(C 2 -C 6 )alkenylene group; a (C^CgJalkylcarbonyloxy^-CgJalke- 
nylene group; a cyano(C 2 -C 6 )alkenylene group; a halo(C 2 -C 6 )alkenylene group; a (C 3 -C 6 )cycloalkyl(C 2 -C 6 )alkenylene 
group; a (C 3 -C 6 )cycloalkenyl (C 2 -C 6 )alkenylene group; a (C^-C^alkylcarbonyl (C 2 -C 6 )alkenylene group; a (C-|-C 6 ) 
alkoxylcarbonyl (C 2 -C 6 )alkenylene group; an amino(C 2 -C 6 )alkenylene group; a mono(C 1 -C 6 )alkylamino-(C 2 -C 6 )alke- 
nylene group; a di(C 1 -C 6 )alkylamino(C 2 -C 6 )-alkenylene group whose (C^-C^alkyl groups may be the same or different; 
a (C 1 -C 6 )alkylcarbonylamino(C 2 -C 6 )-alkenylene group; a (C^CgJalkoxycarbonylamino^-CgJ-alkenylene group; a 
mercapto (C 2 -C 6 )alkenylene group; a (C^CgJalkylthio^-Cyalkenylene group; a (C^CeJalkylsulfinyl^-CgJalke- 
nylene group; a (C 1 -C 6 )alkylsulfonyl-(C2-C6)alkenylene group; a (C 2 -C 6 )alkynylene group; a (C r C 6 )alkyleneoxy 
group; a (C^C^alkyKC-i-Cyalkyleneoxy group; a (C 1 -C 6 )alkylenethio group; a (C 1 -C 6 )alkyl-(C 1 -C 6 )alkylenethio group; 
a (C 1 -C 6 )alkyleneamino group; a (C 1 -C 6 )alkyl(C 1 -C 6 )alkyleneamino group; a carbonyl group; a carbonyl(C 1 -C 6 ) 
alkylene group; a hydroxyimino group; a hydroxyimino(C 1 -C 6 )alkylene group; a (C 1 -C 6 )-alkoxyimino group; a (C 1 -C 6 ) 
alkoxyiminofC^CgJalkylene group; or a (C 1 -C 6 )alkylenedioxy(C 1 -C 6 )alkylene group; with the proviso that when R 5 
represents the formula (b), then Y excludes a (C^-Cgjalkylenoxy group; and when R 5 represents the formula (a), R 1 
represents a hydrogen atom or a (C^-Cgjalkyl group, and R 3 represents a carbamoyl group and a nitrile group, then 
X represents -Q-Ar [wherein, Q and Ar are the same as described above, but Ar excludes a heterocyclic group (a 
heterocyclic group is the same as described above), or a substituted heterocyclic group (a heterocyclic group is the 
same as described above)]. 

BEST MODE FOR CARRYING OUT THE INVENTION 

[0011] In the definitions of the general formulae of (I), (1-1), (I-2), and (I-3) of an N-(4-pyrazolyl)amide derivative 
according to the present invention, "a halogen atom" represents a chlorine atom, a bromine atom, an iodine atom, or 
a fluorine atom; "a (C 1 -C 6 )alkyl" represents a linear or branched alkyl having carbon atoms of 1 to 6 such as methyl, 
ethyl, n-propyl, i-propyl, n-butyl, i-butyl, s-butyl, t-butyl, n-pentyl, n-hexyl; "n", "i", "s" and "t" represent normal, iso, 
secondary and tertiary, respectively; "a halo^-CgJalkyl" represents a linear or branched alkyl group having carbon 
atoms of 1 to 6 which is substituted with at least one same or different halogen atom which may be the same or different; 
"a (C 2 -C 6 )alkenyl" represents a linear or branched alkenyl group having carbon atoms of 2 to 6 such as allyl, 2-butenyl, 
2-methyl-2-propenyl, 1 -methyl-2-propenyl, 1 -methyl-2-butenyl, 2-methyl-2-butenyl, 2-pentenyl and 2-hexenyl; "a 
(C 2 -C 6 )alkynyl" represents a linear or branched alkynyl group having carbon atoms of 2 to 6 such as propargyl, 2-butynyl 
and 1 -methyl-2-propynyl; "a (C 3 -C 6 )cycloalkyl" represents a linear or branched cycloalkyl group having carbon atoms 
of 3 to 6 such as cyclopropyl, cyclobutyl, cyclohexyl and 2-methylcyclopentyl; and "a (C^-Cgjalkylene" represents a 
linear or branched alkylene group having carbon atoms of 1 to 6 such as methylene, ethylene, propylene, trimethylene, 
dimethylmethylene, tetramethylene, isobutylene and dimethylethylene. 

[001 2] "a heterocyclic group" represents, for example, a pyridyl group, a pyridine-N-oxide group, a pyridazinyl group, 
a pyrimidinyl group, a pyrazyl group, a piperidyl group, a piperazino group, a morpholinyl group, a morpholino group, 
a furyl group, a tetrahydrofuryl group, a thienyl group, a tetrahydrothienyl group, a pyrrolyl group, a pyrrolidyl group, 
an imidazolidinyl group, an oxazolyl group, an isoxazolyl group, an oxadiazolyl group, athiazolyl group, an isothiazolyl 
group, a thiadiazolyl group, an imidazolyl group, a triazolyl group, a pyrazolyl group, an indolyl group, a benzofuryl 
group, a benzothienyl group, an indazolyl group, a quinolyl group, an isoquinolyl group or a quinazolyl group. 
[0013] Further, in the definition of Q, "a (C 3 -C 6 )cycloalkylene group" represents, for example, an alkylene group 
substituted with a cycloalkyl group, "a (C 3 -C 6 )cycloalkyl(C 2 -C 6 )alkylene group" represents, for example, an alkylene 
group substituted with a cycloalkyl group, "a hydroxyimino group" represents a group shown below, 



NOH 
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and "a (C 1 -C 6 )alkylenedioxy(C 1 -C 6 )alkylene group" represents, for example, a group such as a group shown below. 



o o 



v: 



[001 4] A preferable compound of an N-(4-pyrazolyl)amide derivative represented by the general formula (I) according 
to the present invention is, for example, an N-(4-pyrazolyl)amide derivative represented by the general formula as 
shown below. 



[0015] Preferably, R 1 is a (C^-Cgjalkyl group, a halofC^CgJalkyl group, a cyano^-CgJalkyl group or the like; R 2 is 
a hydrogen atom, a halogen atom, a (C^-Cgjalkyl group, a ha\o(C^-C Q )a\Wy\ group or the like; R 3 is a halogen atom, a 
(C 1 -C 6 )alkoxyl group, a (C 1 -C 6 )alkoxycarbonyl group or the like; R 4 is a hydrogen atom, a (C 1 -C 6 )alkyl group, a (C 1 -C 6 ) 
alkoxy(C 1 -C 6 )alkyl group, a (C 1 -C 6 )alkylcarbonyl group, a (C 1 -C 6 )alkoxycarbonyl group or the like; (X) n is a hydrogen 
atom, a halogen atom, a hydroxyl group, a (C 1 -C 6 )alkoxyl group, a (C^CgJalkylamino group or the like; and a substi- 
tuting position of (X) n is a 3-position. Q is preferably an oxygen atom or a (C^-Cgjalkylenoxy group, and Ar is a phenyl 
group substituted with a halogen atom, a phenyl group substituted with a cyano group, or a pyridyl group substituted 
with a halofC^CgJalkyl group. 

[0016] More preferably, R 1 is a methyl group, an ethyl group, a fluoroethyl group, a cyanomethyl group or the like; 
R 2 is a hydrogen atom, a chlorine atom, a methyl group, an ethyl group, a trifluoromethyl group or the like; R 3 is a 
chlorine atom, a bromine atom, a methoxy group, an ethoxycarbonyl group or the like; R 4 is a hydrogen atom, an ethyl 
group, an ethoxymethyl group, an acetyl group, an ethoxycarbonyl group or the like, (X) n is a hydrogen atom, a chlorine 
atom, a hydroxyl group, a methoxy group, a methylamino group or the like, and a substituting position of (X) n is a 
3-position. Q is an oxygen atom or a methylene-oxy group, and Ar is a 4-fluorophenyl group, a 4-cyanophenyl group, 
a 5-trifluoromethylpyridine-2-yl group, or a 2-trifluoromethylpyridine-5-yl group. 

[0017] An N-(4-pyrazolyl) amide derivative represented by the general formula (I) according to the present invention 
can be produced, for instance, by the production processes as shown below. 




(X)n 



Production process 1 




R 



y-R 5 



cno 



CD 
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wherein R 1 , R 2 , R 3 , R 4 , R 5 and Y are the same as described above, and Hal represents a halogen atom. 
[0018] An N-(4-pyrazolyl) amide derivative represented by the general formula (I) can be produced by reacting a 
compound represented by the general formula (III) with a compound represented by the general formula (II) in the 
presences of an inert solvent and a base. 

5 [0019] The inert solvent which can be used in the present reaction, may be any solvent so long as it is not markedly 
detrimental to proceeding of the present reaction, and is exemplified by inert solvents including aromatic hydrocarbons 
such as benzene, toluene and xylene; halogenated hydrocarbons such as methylene chloride, chloroform and carbon 
tetrachloride; halogenated aromatic hydrocarbons such as chlorobenzene and dichlorobenzene; linear or cyclic ethers 
such as diethyl ether, dioxane and tetrahydrofuran; and esters such as ethyl acetate. These inert solvents can be used 

10 singly or in combination of two or more kinds thereof. 

[0020] As the base, an inorganic base or an organic base can be used. An inorganic base includes a hydroxide of 
an alkali metal atom such as sodium hydroxide and potassium hydroxide, and an organic base includes an organic 
base such as triethylamine and pyridine. An amount to be used thereof can be appropriately selected in the range of 
0.5 to 3 equivalents based on that of the compound represented by the general formula (II). 

15 [0021] As the present reaction is an equimolar reaction, each of reactants may be used in an equimolar amount, and 
an amount of the compound represented by the general formula (III) can be used by appropriately selecting in the 
range of 0.5 to 2 equivalents based on that of the compound represented by the general formula (II). 
[0022] With regard to a reaction temperature, the reaction can be conducted at a temperature from 0°C to the reflux 
temperature of an inert solvent used. A reaction time can be appropriately selected in the range from several minutes 

20 to 48 hours, though it is varied depending on a reaction scale, a reaction temperature and the like. 

[0023] After finishing the reaction, the desired compound may be isolated from the reaction system containing it by 
a conventional method, and if necessary, purified by recrystallization, column chromatography or the like to obtain the 
desired compound. 

25 

Production process 2 



30 



35 




40 wherein R 1 , R 2 , R 3 , R 4 , R 5 and Y are the same as described above. 

[0024] An N-(4-pyrazolyl) amide derivative represented by the general formula (I) can be produced by reacting a 
compound represented by the general formula (III) with a compound represented by the general formula (IV) in the 
presences of an inert solvent and a base. 

[0025] The inert solvent which can be used in the present reaction includes tetrahydrofuran, diethyl ether, dioxane, 
45 chloroform, methylene chloride and the like. A condensation agent which can be used in the present reaction may be 
any condensation agent as long as it is used in a conventional amide synthesis, and includes, for example, Mukaiyama 
reagent (2-chloro-N-methylpyridinium iodide), DCC (1 ,3-dicyclohexylcarbodiimide), CDI (carbonyl diimidazole) and 
DEPC (cyanodiethyl phosphate). An amount to be used thereof can be appropriately selected in the range from an 
equimolar amount to an excessive molar amount based on that of the compound represented by the general formula 
50 (IV). 

[0026] The base which can be used in the present reaction includes, for example, an organic base such as triethyl- 
amine and pyridine, and an inorganic base such as potassium carbonate. An amount to be used thereof can be ap- 
propriately selected in the range from an equimolar amount to an excessive molar amount based on that of the com- 
pound represented by the general formula (IV). 
55 [0027] With regard to a reaction temperature, the reaction can be conducted at a temperature in the range from 0°C 
to a boiling point of the inert solvent used. A reaction time can be appropriately selected in the range from several 
minutes to 48 hours, though it is varied depending on a reaction scale, a reaction temperature and the like. 
[0028] After finishing the reaction, the desired compound may be isolated from the reaction system containing it by 
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a conventional method, and if necessary, purified by recrystallization, column chromatography, or the like to obtain the 
desired compound. 



Production process 3. 




wherein R 10 represents a (C 1 -C 6 )alkyl group, a phenyl group, or a substituted phenyl group having at least one sub- 
stituent selected from the group consisting of same or different, a halogen atom, a cyano group, a nitro group, a halo 
(C^CgJalkyl group, a (C-, -C 6 )alkylsulfinyl group, and a (C^C^alkylsulfonyl group, and R 1 , R 2 , R 3 , R 4 , R 5 and Y are 
the same as described above. 

[0029] An N-(4-pyrazolyl)amide derivative represented by the general formula (I) can be produced by reacting a 
compound represented by the general formula (III) with a compound represented by the general formula (V) in the 
presences of an inert solvent and a base. 

[0030] The inert solvent which can be used in the present reaction, may be any solvent so long as it is not markedly 
detrimental to proceeding of the present reaction, and is exemplified by inert solvents including aromatic hydrocarbons 
such as benzene, toluene and xylene; halogenated hydrocarbons such as methylene chloride, chloroform and carbon 
tetrachloride; chlorinated aromatic hydrocarbons such as chlorobenzene and dichlorobenzene; linear or cyclic ethers 
such as diethyl ether, dioxane and tetrahydrofuran; esters such as ethyl acetate. These inert solvents can be used 
singly or in combination of two or more kinds thereof. 

[0031] As the base, an inorganic base and an organic base can be used. An inorganic base includes a hydroxide of 
an alkali metal atom such as sodium hydroxide and potassium hydroxide, and an organic base includes an organic 
base such as triethylamine and pyridine. The amount to be used thereof can be appropriately selected in the range of 
0.5 to 3 equivalent based on that of the compound represented by the general formula (III). 

[0032] As the present reaction is an equimolar reaction, each of reactants may be used in an equimolar amount, and 

the amount of the compound represented by the general formula (V) can be used by appropriately selecting in the 

range of 0.5 to 2 equivalents based on that of the compound represented by the general formula (III). 

[0033] With regard to a reaction temperature, the reaction can be conducted at a temperature from 0°C to the reflux 

temperature of the inert solvent used. A reaction time can be appropriately selected in the range from several minutes 

to 48 hours, though it is varied depending on a reaction scale, a reaction temperature and the like. 

[0034] After finishing the reaction, the desired compound may be isolated from the reaction system containing it by 

a conventional method, and if necessary, purified by recrystallization, column chromatography, or the like to obtain the 

desired compound can be produced. 
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Production process 4 




wherein R 1 , R 2 , R 3 , R 4 (with a proviso of excluding a hydrogen atom), R 5 , Hal and Y are the same as described above. 
[0035] An N-(4-pyrazolyl) amide derivative represented by the general formula (I) can be produced by reacting a 
20 compound represented by the general formula (T) with a compound represented by the general formula (VI) in the 
presences of an inert solvent and a base. 

[0036] The inert solvent which can be used in the present reaction, may be any solvent so long as it is not markedly 
detrimental to proceeding of the present reaction, and is exemplified by inert solvents including aromatic hydrocarbons 
such as benzene, toluene and xylene; halogenated hydrocarbons such as methylene chloride, chloroform and carbon 

25 tetrachloride; linear or cyclic ethers such as diethyl ether, dioxane and tetrahydrofuran; esters such as ethyl acetate; 
linear or cyclic amides such as dimethylformamide, dimethylacetamide and N-methylpyrrolidone. These inert solvents 
can be used singly or in combination of two or more kinds thereof. As the base, an inorganic base and an organic base 
can be used. An inorganic base includes a hydroxide of an alkali metal atom such as potassium hydroxide and sodium 
hydroxide; a carbonate such as potassium carbonate and sodium carbonate; and a hydrogenated product such as 

30 sodium hydride; and an organic base includes, for instantce, an organic base such as triethylamine and pyridine. An 
amount to be used thereof can be appropriately selected in the range of 0.5 to 3 equivalent based on that of the 
compound represented by the general formula (I'). 

[0037] As the present reaction is an equimolar reaction, each of reactants may be used in an equimolar amount, and 
an amount of the compound represented by the general formula (VI) can be used by appropriately selecting in the 

35 range of 0.5 to 2 equivalents based on that of the compound represented by the general formula (V). 

[0038] With regard to a reaction temperature, the reaction can be conducted at a temperature from 0°C to the reflux 
temperature of an inert solvent used. A reaction time can be appropriately selected in the range from several minutes 
to 48 hours, though it is varied depending on a reaction scale, a reaction temperature, and the like. 
[0039] After finishing the reaction, the desired compound may be isolated from the reaction system containing it by 

40 a conventional method, and if necessary, purified by recrystallization, column chromatography, or the like to obtain the 
desired compound. 

[0040] In this connection, in the above-described production processes according to the present invention, a com- 
pound represented by the general formula (IV) as a starting material can be produced by the methods as described in 
Journal of Medicinal Chemistry (J.M.C.1 979, Vol.22, No. 9, p. 1068), Bulletin of Chemical Society of Japan [Bull. Chem. 
45 Soc. Japan, 52(7), p. 201 3-2022(1 979)], or based thereon, and said carboxylic acid can be employed as it is in a 
reaction, or employed in a reaction after being derived to a corresponding ester [a compound represented by the 
general formula (V)] or a corresponding acid halide [a compound represented by the general formula (II)] according to 
a conventional method. 

[0041] Further, an aminopyrazole compound represented by the general formula (III) can be produced by preparing 
50 a nitropyrazole by a method as described in Chemical Abstract Vol. 60 (1 964) 1 2020d and the like, and then by reducing 
based on the method as described in U.S. Patent No. 4, 171,367 and the like. 

[0042] Representative examples of a compound represented by the general formula (I) are illustrated in Table 1-1 
to Table 6-203, and Tables A to D. However, the present invention is not limited thereto. 

[0043] In the following Tables, "Me" represents a methyl group, "Et" does an ethyl group, "Pr" does a propyl group, 
55 "Bu" does a butyl group, "Pen" does a pentyl group, "Hex" does a hexyl group, "Hep" does a heptyl group, "Oct" does 
an octyl group, "Dec" does a decyl group, "Ac" does an acetyl group, "Ph" does a phenyl group, "Bz" does a benzyl 
group, and "c-" does an alicyclic hydrocarbon group. 
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The general formula (I-l) 




(i-D 



Table 1-1 



R1 


R2 


R 3 


R 4 


00 n 


Me 


Me 


CI 


H 


H 


Me 


Me 


CI 


H 


2-F 


Me 


Me 


CI 


H 


3-F 


Me 


Me 


CI 


H 


4-F 


Me 


Me 


CI 


H 


2-CI 


Me 


Me 


CI 


H 


3-CI 


Me 


Me 


CI 


H 


4-CI 


Me 


Me 


CI 


H 


2-Br 


Me 


Me 


CI 


H 


3-Br 


Me 


Me 


CI 


H 


4-Br 


Me 


Me 


CI 


H 


2-Me 


Me 


Me 


CI 


H 


3-Me 


Me 


Me 


CI 


H 


4-Me 


Me 


Me 


CI 


H 


4-n-Bu 


ivie 


ivie 


L/l 


i_i 
n 


/| f On 
4-L-DU 


Me 


Me 


CI 


H 


4-C=CCMe 3 


Me 


Me 


CI 


H 


4-C=CC(Me) 2 OH 


Me 


Me 


CI 


H 


4-c-Hex 


Me 


Me 


CI 


H 


2-OMe 


Me 


Me 


CI 


H 


3-OMe 


Me 


Me 


CI 


H 


4-OMe 


Me 


Me 


CI 


H 


2-CF 3 


Me 


Me 


CI 


H 


3-CF3 


Me 


Me 


CI 


H 


4-CF3 


Me 


Me 


CI 


H 


2-OCF3 


Me 


Me 


CI 


H 


3-OCF3 


Me 


Me 


CI 


H 


4-OCF3 


Me 


Me 


CI 


H 


4-OCH 2 CF 3 


Me 


Me 


CI 


H 


4-OCF 2 CHF 2 


Me 


Me 


CI 


H 


4-OCHF 2 


Me 


Me 


CI 


H 


4-OCH 2 CF 2 CHF 2 


Me 


Me 


CI 


H 


4-OCH(Me)CF 3 


Me 


Me 


CI 


H 


4-OEt 


Me 


Me 


CI 


H 


4-0-n-Bu 


Me 


Me 


CI 


H 


4-0-t-Bu 
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Table 1-1 (continued) 



R 1 


R2 


R 3 


R 4 




Me 


Me 


CI 


l-l 


4-0-n-Ppn 
*+ \j ii i ci i 


Me 


Me 


CI 


l-l 


2-OAc 


Me 


Me 


CI 


l-l 


3-OAc 


Me 


Me 


CI 


l-l 


4-OAc 


Me 


Me 


CI 


l-l 


C— v_/\_/\-/p i vi c 


Me 


Me 


CI 


l-l 


^-OCO.Mp 

\J V— /\-/>w/p 1 VI c 


Me 


Me 


CI 


l-l 


4-OCO Mp 

*+ v_/\_/v_/p IVI C 


Me 


Me 


CI 


l-l 


2-CN 


Me 


Me 


CI 


l-l 


3-CN 


Me 


Me 


CI 


l-l 


4-CN 


Me 


Me 


CI 


l-l 


2-C0 2 H 


Me 


Me 


CI 


l-l 




Me 


Me 


CI 


l-l 


4-C0 2 H 


Me 


Me 


CI 


l_l 


O-CC) Mp 

V_/V_/plVI C 


ivic 


Mp 

IVIC 


CI 


l-l 


Q.rn Mp 

O U v_yp i vi C 


Me 


Me 


CI 


l-l 


4-CO Mp 

*+ V_/Vw/plVIC 


Me 


Me 


CI 


l-l 


P-CONHMp 
C- v_/v_/i \i n ivic 


Me 


Me 


CI 


l-l 




Me 


Me 


CI 


l-l 


4-OONHMp 
■ V-/ v-/i n n ivic 


Me 


Me 


CI 


l-l 


C- \-/Vw/| M IVI Cp 


Me 


Me 


CI 


l-l 


O V-/ \w/l N 1 VI Cp 


Me 


Me 


CI 


H 


4-CONMp. 


Me 


Me 


CI 


l-l 


2-N0 2 


Me 


Me 


CI 


l-l 


3-N0 2 


Me 


Me 


CI 


l-l 


4-N0 2 


Me 


Me 


CI 


l-l 


2-NH 2 


Me 


Me 


CI 


l-l 


3-NH 2 


Me 


Me 


CI 


l-l 


4-NH 2 


IVIC 


Mp 

IVIC 


CI 


l-l 


P-NHMp 

<— ixinivic 


Me 


Me 


CI 


l-l 


O 1 N 1 1 IVIC 


Me 


Me 


CI 


l-l 


4-NHMp 

*+ 1 N 1 1 IVIC 


Me 


Me 


CI 


l-l 


P-NMp 

<— INIVICp 


Mp 

IVIC 


Mp 

IVIC 


PI 


Ul 

n 


O INIVICp 


Me 


Me 


CI 


l-l 


4-NMp^ 

i INIVICp 


Me 


Me 


CI 


l-l 


2-NHAc 


Me 


Me 


CI 


l-l 


o l N nno 


Me 


Me 


CI 


l-l 


4-NHAc 


Me 


Me 


CI 


l-l 


P-NHCO Mp 

<— 1 N 1 1 V-/ ^— 'p IVIC 


Me 


Me 


CI 


l-l 


^-NHnO Mp 

O 1 N 1 1 L/Up IVIC 


Me 


Me 


CI 


l-l 


4-NHCO^Mp 

*"T INI 'pIVIC 


Me 


Me 


CI 


H 


P-NHOO^Ft 

IMI 1 Vw/ V_/p 1 L 


Me 


Me 


CI 


l-l 




Me 


Me 


CI 


l-l 


4-NHCO^Ft 


Me 


Me 


CI 


H 


2-NHCOp-i-Pr 


Me 


Me 


CI 


H 


3-NHC0 2 -i-Pr 


Me 


Me 


CI 


H 


4-NHC0 2 -i-Pr 


Me 


Me 


CI 


H 


2-NHC0 2 CH 2 CH=CH 2 


Me 


Me 


CI 


H 


3-NHC0 2 CH 2 CH=CH 2 


Me 


Me 


CI 


H 


4-NHC0 2 CH 2 CH=CH 2 


Me 


Me 


CI 


H 


2-NHCQ 2 Ph 
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Table 1-1 (continued) 



R 1 


R2 


R 3 


R 4 


\S\Jl 1 


Me 


Me 


CI 


l-l 


^-NHPO^Ph 


Me 


Me 


CI 


l-l 


4-NHPO Ph 


Me 


Me 


CI 


l-l 


P-NHPO PH Ph 


Me 


Me 


CI 


l-l 


Q.MHCO PH Ph 


Me 


Me 


CI 


l-l 


4-NHPO~PH~Ph 

H- 1 N 1 1 O'p Ip 1 1 1 


Me 


Me 


CI 


l-l 


P-NHPO-t-Ru 

C- 1 \l 1 1 V-/ W L DU 


Me 


Me 


CI 


l-l 


^-NHPO-t-Ru 


Me 


Me 


CI 


l-l 


4-NHPO-t-Ru 


Me 


Me 


CI 


l-l 


P-NHPOPF„ 

C- 1 \J 1 1 V-/ \J v_/ I q 


Me 


Me 


CI 


l-l 


?-NHPOPF„ 


Me 


Me 


CI 


l-l 


4-NHPOPF^ 


Me 


Me 


CI 


l-l 


P-NHPOPHF~ 


Me 


Me 


CI 


l-l 


P-NHPOPHF~ 


Me 


Me 


CI 


l_l 


4-NHPOPHF 


ivic 


Mp 

IVIC 


CI 


l-l 


P-NHPOPH-PHMp 
<— i \i no won — onivic 


Me 


Me 


CI 


l-l 


^-NHPOPH-PHMp 

O 1 \l 1 1 V-/ W \-> 1 i — onivic 


Me 


Me 


CI 


l-l 


4-NHPOPH-PHMp 
h- i \i n v_/ v_/ n — v_/nivic 


Me 


Me 


CI 


l-l 


P-NHPOPh 


Me 


Me 


CI 


l-l 


^-NHPOPh 


Me 


Me 


CI 


l-l 


4-NHPOPh 

*"T 1 M 1 IV-/Vw/ 1 1 1 


Me 


Me 


CI 


l-l 


P-NHSO Mp 

C- 1 N 1 1 Ovp IVIC 


Me 


Me 


CI 


l-l 


^-NH90 Mp 


Me 


Me 


CI 


l-l 


4-NHSO^Mp 

•+ INI 1 0 O/p IVIC 


Me 


Me 


CI 


l-l 


P-NHSO~PF„ 

C— imi 1 \J v_/p \_/ 1 q 


Me 


Me 


CI 


l-l 


^-NH^O^PF^ 

O IMI InJV— /p\-/l q 


Me 


Me 


CI 


l-l 


4-NHSO PF 

*+ 1 N 1 1 OUpU 1 q 


Me 


Me 


CI 


l-l 


P-NH90 Ph 
t— i\inov_/prii 


Me 


Me 


CI 


l-l 


^-NH90 Ph 


IVIC 


Mp 

IVIC 


CI 


l-l 


4-NH90~Ph 

H- 1 \i noup 1 1 1 


Me 


Me 


CI 


l-l 


2-SCF 3 


Me 


Me 


CI 


H 


3-SCFg 


Me 


Me 


CI 


l-l 


4-SCF3 


Mp 

IVIC 


Mp 

IVIC 


PI 


Ul 

n 


p-QOPF 


Me 


Me 


CI 


l-l 


O O v_/ 0 i q 


Me 


Me 


CI 


l-l 


4-SOPF~ 


Me 


Me 


CI 


l-l 


P-SO^PF^ 


Me 


Me 


CI 


l-l 


O O Uovj 1 q 


Me 


Me 


CI 


l-l 


4.QO r;p 


Me 


Me 


CI 


l-l 


2-SMe 


Me 


Me 


CI 


l-l 


3-SMe 


Me 


Me 


CI 


l-l 


4-SMe 


Me 


Me 


CI 


l-l 


<— OVw/IVIC 


Mp 

IVIC 


Mp 

IVIC 


PI 


Ul 

n 


O O Wlvlc 


Me 


Me 


CI 


H 


4-SOMe 


Me 


Me 


CI 


H 


2-S0 2 Me 


Me 


Me 


CI 


H 


3-S0 2 Me 


Me 


Me 


CI 


H 


4-S0 2 Me 


Me 


Me 


CI 


H 


2-Ac 


Me 


Me 


CI 


H 


3-Ac 


Me 


Me 


CI 


H 


4-Ac 
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Table 1-1 (continued) 



R 1 


R 2 


R 3 


R 4 




Me 


Me 


CI 


H 




Me 


Me 


CI 


H 


\J WllVIC 1 — 1 NV— /I 1 


Me 


Me 


CI 


l-l 


*+ w ^ i v i c j — i\vn 


Me 


Me 


CI 


H 


2-CfMeWNOMe 


Me 


Me 


CI 


H 


3-C(Me)=NOMe 


Me 


Me 


CI 


H 


4-C(Me)=NOMe 


Me 


Me 


CI 


H 


2-CfMeVNOCHoCH-CHo 


Me 


Me 


CI 


H 


P-OfMpVNO-t-Ru 


Me 


Me 


CI 


H 


?-CfMpVNOCH Ph 


Me 


Me 


CI 


H 


P-G (KAp) -NOd-L^-OF^-Ph'l 


Me 


Me 


CI 


H 


2-CCMe , )-NOCHof2 4-CU-Ph , l 


Me 


Me 


CI 


H 


2-CCMe , )-NOCHo('2 6-Clo-Ph^ 


Me 


Me 


CI 


H 


2-C (N\e) -NOCHoC2-CI-Dvridine-5-vh 


Me 


Me 


CI 


H 


3-C(Me)=NOCH 2 CH=CH 2 


Me 


Me 


CI 


H 


^-OfMp'i-NO-t-Rij 


Me 


Me 


CI 


H 


O V-/ \ 1 V 1 C J — 1 MWV^I Ipl II 


Me 


Me 


CI 


H 


o v_/ ^ivicy — i \i v_^v_/ n pi h- urq \ \ \ j 


Me 


Me 


CI 


H 


3-C CMeVNOCHo^ 4-CU-Ph , l 


Me 


Me 


CI 


H 


3-C (N\e) =NOCHoC2 6-Clo-Ph > ) 


Me 


Me 


CI 


H 


2-C CMeWNOCHo^-CI-Dvridine-S-vh 


Me 


Me 


CI 


H 


4-C(Me)=NOCH 2 CH=CH 2 


Me 


Me 


CI 


H 


4-CCMp , i-NO-t-RLj 

*"T V-/UVIC 1 — 1 N V — ' L LJU 


Me 


Me 


CI 


H 


4-G(Mp , \-NOC:i-LPh 


Me 


Me 


CI 


H 


"T - v-/ MVIGI — IMV-/UI 1 p \ ■ V-/ 1 O 1 III 


Me 


Me 


CI 


H 


*"T V-/ HVIC 1 — IMVw/\-/l iQl^.j'T V-/ IQ 1 III 


Me 


Me 


CI 


H 


4-C (Mp"! -NOCH^? fi-CL-Ph'i 


Me 


Me 


CI 


H 


P-C fMpWNDCI-l ^P-CI-nvridinp-^-vh 


Me 


Me 


CI 


H 


3,5-F 2 


Me 


Me 


CI 


H 


2,3-CI 2 


Me 


Me 


CI 


H 


2,4-CI 2 


Me 


Me 


CI 


H 


2,5-CI 2 


Me 


Me 


CI 


H 


2,6-CI 2 


Me 


Me 


CI 


H 


3,4-CI 2 


Me 


Me 


CI 


H 


3,5-CI 2 


Me 


Me 


CI 


H 


2,3-Me 2 


Me 


Me 


CI 


H 


2,4-Me 2 


Me 


Me 


CI 


H 


<— , »J 1 VI Cp 


Me 


Me 


CI 


H 


P fi-Mp 


Me 


Me 


CI 


H 


^ 4-Mp. 

w ,*-r 1 VI Cp 


Me 


Me 


CI 


H 


3,5-Me 2 


Me 


Me 


CI 


H 




Me 


Me 


CI 


H 


^-F-4-CH^CF^ 


Me 


Me 


CI 


H 


2,4,6-CI 3 


Me 


Me 


CI 


H 


2,4,6-Meo 


Me 


Me 


CI 


H 


2,4,5-F 3 -6-CF 3 


Me 


Me 


CI 


H 


4-morpholino 


Me 


Me 


CI 


H 


5-CF 3 -pyridine-2-yl 


Me 


Me 


CI 


H 


3-CI-5-CF 3 -pyridine-2-yl 


Me 


Me 


CI 


H 


3-F-5-CF 3 -pyridine-2-yl 


Me 


Me 


CI 


H 


3,5-CI 2 -pyridine-2-yl 
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Table 1-1 (continued) 



R 1 


R 2 


R 3 


R 4 


(X)n 


Me 


Me 


CI 


H 


3,5-F 2 -pyridine-2-yl 



Table 1-2 

[0044] Table 1 -2 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Me, R 2 does Et, R 3 
does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-3 

[0045] Table 1-3 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Me, R 2 does i-Pr, 
R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1 . 

Table 1-4 

[0046] Table 1 -4 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Me, R 2 does n-Pr, 
R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-5 

[0047] Table 1 -5 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Me, R 2 does t-Bu, 
R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-6 

[0048] Table 1 -6 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Me, R 2 does n-Bu, 
R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-7 

[0049] Table 1 -7 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Me, R 2 does CF 3 , 
R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-8 

[0050] Table 1 -8 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Me, R 2 does OMe, 
R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-9 

[0051] Table 1-9 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Me, R 2 does OCHF 2 , 
R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-10 

[0052] Table 1 -1 0 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Me, R 2 does O-i- 
Pr, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-11 

[0053] Table 1-11 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Me, R 2 does CI, 
R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 
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Table 1-12 

[0054] Table 1-12 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Me, R 2 does Ph, 
R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-13 

[0055] Table 1 -1 3 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Me, R 2 does 2-CI- 
Ph, R 3 CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-14 

[0056] Table 1 -1 4 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Me, R 2 does 3-CI- 
Ph, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-15 

[0057] Table 1 -1 5 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Me, R 2 does 4-CI- 
Ph, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-16 

[0058] Table 1-16 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Me, R 2 does 
2,4-CI 2 -Ph, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-17 

[0059] Table 1 -1 7 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Me, R 2 does 2-Me- 
Ph, R 3 does CI, and does R 4 H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-18 

[0060] Table 1 -1 8 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Me, R 2 does 3-Me- 
Ph, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-19 

[0061 ] Table 1 -1 9 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Me, R 2 does 4-Me- 
Ph, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-20 

[0062] Table 1-20 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Me, R 2 does 

2- OMe-Ph, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1 . 

Table 1-21 

[0063] Table 1-21 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Me, R 2 does 

3- OMe-Ph, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1 . 

Table 1-22 

[0064] Table 1-22 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Me, R 2 does 

4- OMe-Ph, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1 . 

Table 1-23 

[0065] Table 1-23 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Me, R 2 does H, 
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R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 
Table 1-24 

[0066] Table 1 -24 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents H, R 2 does H, R 3 
does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-25 

[0067] Table 1 -25 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Et, R 2 does H, R 3 
does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-26 

[0068] Table 1-26 represents 186 compounds wherein, in the general formula (1-1), R 1 represents i-Pr, R 2 does H, 
R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-27 

[0069] Table 1-27 represents 186 compounds wherein, in the general formula (1-1), R 1 represents n-Pr, R 2 does H, 
R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-28 

[0070] Table 1 -28 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents t-Bu, R 2 does H, 
R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-29 

[0071] Table 1-29 represents 186 compounds wherein, in the general formula (1-1), R 1 represents n-Bu, R 2 doesH, 
R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-30 

[0072] Table 1 -30 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents CH=CH 2 , R 2 does 
H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-31 

[0073] Table 1-31 represents 186 compounds wherein, in the general formula (1-1), R 1 represents CH 2 CH=CH 2 , R 2 
does H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-32 

[0074] Table 1 -32 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents CH=CH 2 , R 2 does 
H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-33 

[0075] Table 1 -33 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents CH 2 CN, R 2 does 
H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-34 

[0076] Table 1 -34 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents CH 2 CF 3 , R 2 does 
H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 
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Table 1-35 

[0077] Table 1 -35 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents CH 2 Ph, R 2 does 
H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-36 

[0078] Table 1-36 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Ph, R 2 does H, 
R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-37 

[0079] Table 1 -37 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents 2-CI-Ph, R 2 does 
H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-38 

[0080] Table 1 -38 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents 3-CI-Ph, R 2 does 
H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-39 

[0081 ] Table 1 -39 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents 4-CI-Ph, R 2 does 
H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-40 

[0082] Table 1-40 represents 186 compounds wherein, in the general formula (1-1), R 1 represents 2,4-CI 2 -Ph, R 2 
does H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-41 

[0083] Table 1-41 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Ac, R 2 does H, 
R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-42 

[0084] Table 1-42 represents 186 compounds wherein, in the general formula (1-1), R 1 represents CO-Ph, R 2 does 
H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-43 

[0085] Table 1-43 represents 186 compounds wherein, in the general formula (1-1), R 1 represents CH 2 CH 2 F, R 2 
does H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-44 

[0086] Table 1-44 represents 186 compounds wherein, in the general formula (1-1), R 1 represents CH 2 CH 2 CI, R 2 
does H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-45 

[0087] Table 1-45 represents 186 compounds wherein, in the general formula (1-1), R 1 represents CH 2 CH 2 Br, R 2 
does H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1 . 

Table 1-46 

[0088] Table 1-46 represents 186 compounds wherein, in the general formula (1-1), R 1 represents CH 2 CH 2 OH, R 2 
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does H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 
Table 1-47 

[0089] Table 1 -47 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents CH 2 CH 2 OMe, R 2 
does H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-48 

[0090] Table 1 -48 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents CH 2 OMe, R 2 does 
H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-49 

[0091 ] Table 1 -49 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents CH 2 OEt, R 2 does 
H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-50 . 

[0092] Table 1-50 represents 186 compounds wherein, in the general formula (1-1), R 1 represents CH 2 COOH, R 2 
does H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-51 

[0093] Table 1-51 represents 186 compounds wherein, in the general formula (1-1), R 1 represents CH 2 COOEt, R 2 
does H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-52 

[0094] Table 1 -52 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents CH 2 CONHMe, R 2 
does H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-53 

[0095] Table 1 -53 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents CH 2 CONMe 2 , R 2 
does H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-54 

[0096] Table 1 -54 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents CH 2 CHO, R 2 does 
H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-55 

[0097] Table 1-55 represents 186 compounds wherein, in the general formula (1-1), R 1 represents CH 2 CH=NOMe, 
R 2 does H, R 3 does CI, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-56 

[0098] Table 1 -56 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Et, R 2 does H, R 3 
does H, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-57 

[0099] Table 1 -57 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Et, R 2 does H, R 3 
does F, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1 . 
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Table 1-58 

[0100] Table 1 -58 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Et, R 2 does H, R 3 
does Br, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-59 

[0101] Table 1-59 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Et, R 2 does H, R 3 
does I, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-60 

[0102] Table 1 -60 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Et, R 2 does H, R 3 
does CF 3 , and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-61 

[0103] Table 1 -61 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Et, R 2 does H, R 3 
does CN, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-62 

[0104] Table 1 -62 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Et, R 2 does H, R 3 
does COOMe, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-63 

[0105] Table 1-63 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Et, R 2 does H, 
R 3 does CONHMe, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-64 

[0106] Table 1 -64 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Et, R 2 does H, R 3 
does CONMe 2 , and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-65 

[0107] Table 1 -65 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Et, R 2 does H, R 3 
does SMe, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-66 

[0108] Table 1 -66 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Et, R 2 does H, R 3 
does SPh, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-67 

[0109] Table 1 -67 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Et, R 2 does H, R 3 
does OH, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-68 

[0110] Table 1-68 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Et, R 2 does H, R 3 
does OMe, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-69 

[0111] Table 1-69 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Et, R 2 does H, R 3 
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does OPh, and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 
Table 1-70 

[0112] Table 1-70 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Et, R 2 does H, R 3 
does NMe 2 , and R 4 does H, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-71 

[0113] Table 1-71 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Et, R 2 does H, R 3 
does CI, and R 4 does Me, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-72 

[0114] Table 1-72 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Et, R 2 does H, R 3 
does CI, and R 4 does Et, and (X)n corresponds to each of all the substituents shown in Table 1-1 . 

Table 1-73 

[0115] Table 1-73 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Et, R 2 does H, R 3 
does CI, and R 4 does n-Pr, and (X)n corresponds to each of all the substituents shown in Table 1-1 . 

Table 1-74 

[0116] Table 1-74 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Et, R 2 does H, R 3 
does CI, and R 4 does i-Pr, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-75 

[0117] Table 1-75 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Et, R 2 does H, R 3 
does CI, and R 4 does CH 2 CH=CH 2 , and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-76 

[0118] Table 1-76 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Et, R 2 does H, 
R 3 does CI, and R 4 does CH 2 C=CH, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-77 

[0119] Table 1-77 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Et, R 2 does H, R 3 
does CI, and R 4 does CH 2 CF 3 , and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-78 

[0120] Table 1 -78 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Et, R 2 does H, R 3 
does CI, and R 4 does CH 2 CN, and (X)n corresponds to each of all the substituents shown in Table 1-1 . 

Table 1-79 

[0121] Table 1-79 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Et, R 2 does H, R 3 
does CI, and R 4 does CH 2 OMe, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-80 

[0122] Table 1 -80 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Et, R 2 does H, R 3 
does CI, and R 4 does CH 2 OEt, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 
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Table 1-81 

[0123] Table 1-81 represents 186 compounds wherein, in the general formula (1-1), R 1 represents Et, R 2 does H, R 3 
does CI, and R 4 does CH 2 SEt, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-82 

[0124] Table 1 -82 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Et, R 2 does H, R 3 
does CI, and R 4 does CH 2 OOEt, and (X)n corresponds to each of all the substituents shown in Table 1-1 . 

Table 1-83 

[0125] Table 1 -83 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Et, R 2 does H, R 3 
does CI, and R 4 does COOMe, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-84 

[0126] Table 1 -84 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Et, R 2 does H, R 3 
does CI, and R 4 does CONHMe, and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-85 

[0127] Table 1 -85 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Et, R 2 does H, R 3 
does CI, and R 4 does CONMe 2 , and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-86 

[0128] Table 1 -86 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Et, R 2 does H, R 3 
does CI, and R 4 does COCH 3 , and (X)n corresponds to each of all the substituents shown in Table 1-1. 

Table 1-87 

[0129] Table 1 -87 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Et, R 2 does H, R 3 
does CI, and R 4 does SPh, and (X)n corresponds to each of all the substituents shown in Table 1 -1 . 

Table 1-88 

[0130] Table 1 -88 represents 1 86 compounds wherein, in the general formula (1-1 ), R 1 represents Et, R 2 does H, R 3 
does CI, and R 4 does CH 2 -c-Pr, and (X)n corresponds to each of all the substituents shown in Table 1-1 . 
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Table 2-1 (continued) 
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Table 2-1 (continued) 
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CI 


H 


o 


4-posi 


tion 


H 


4 - N H C 0^0 FUO H - C FL 

*T INI 1 v_/ V- /p\-/l lp\-/l 1 — v_/ 1 Ip 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


4 - N H C O^G FLO = O H 

" INI IV-/ V— /p\-/l 1 p>-/ \-/l 1 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


P-NHCO^Ph 

C— INI l\-/Vw/pl II 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


3-NHCO^Ph 

\J INI IV-/V— /pi II 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


4-NHCO^Ph 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


P-N HCO^CFLPh 

(— INI IV_/\_ /p\-/l Ipl II 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


\J INI 1 Vw/ Vw/MW 1 Ipl II 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


4-NHCO^CHoPh 

*T INI l\-/Vw/p\-/l Ipl II 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


P-NHCO-t-Bu 

{— INI 1 W \~> L UU 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


3-NHCO-t-Bu 

\J INI IV/V_/ L LJ LJ 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


4-NHCO-NRu 

*~r INI 1 V_/ \w/ L UU 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


P-NHCOCFo 

L— INI 1 \-/ V— /\~/ 1 Q 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


3-NHCOCFo 

\J INI IV-/Vw/\-/l Q 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


4-NHCOf:F 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


*T INI l\-/Vw/V-/l lp\_/l 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


2-NHAc 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


3-NHAr 

\J INI 1 f\\~* 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


4-NHAc 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


P-NHCOCH-CHMp 

(— iMnuvun — v-/ 1 1 1 vi c 


Me 


Me 


CI 


H 


0 


4-posi 


tion 


H 


3-NHCOCH=CHMe 


Me 


Me 


CI 


H 


0 


4-posi 


tion 


H 


4-NHCOCH=CHMe 


Me 


Me 


CI 


H 


0 


4-posi 


tion 


H 


4-NHCO-c-Pr 


Me 


Me 


CI 


H 


0 


4-posi 


tion 


H 


2-NHCOPh 


Me 


Me 


CI 


H 


0 


4-posi 


tion 


H 


3-NHCOPh 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


4-NHCOPh 


Me 


Me 


CI 


H 


0 


4-posi 


tion 


H 


4-NHCO(thiophene-2-yl) 
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Table 2-1 (continued) 



R 1 


R 2 


R 3 


R 4 


Q 


Bond 






Me 


Me 


CI 


H 


o 


4-posi 


tion 


l-l 


4-NHCO/'nvridinp-?-vh 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


4-NHCO/'nvridinp-3-vh 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


2-NHSO^Me 

L— IMI IVw»V- /pIVIC 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


3-NHSO^Me 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


4-NHSO~Mp 

t IMI 1 v—> v_/ p 1 V 1 C 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


4-NHSCU-r-Pr 

*T IMI 1 Vw> \w/ p O 1 1 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


P-NHSO^CFo 

£_ IMI lsJVw/p\-/l O 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


3-NHSO~CF~ 

\J IMI IvJV— /p\-/l O 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


4-NHSO~CF~ 

i IMI 1 V— ' V_/ p\w/ 1 q 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


2-NHSOoPh 

C— IMI Is— JV_/pl II 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


\J IMI lsJ>w/pl II 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


4-NHSO^Ph 

*T IMI IsJVw/pl II 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


2-SCF 3 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


S-SCFg 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


4-SCFg 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


<— 1 0 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


3-SOCFo 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


t Ovu 1 q 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


C— Njv^'p\_/I q 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


\J sJVw/pv^l q 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


4-SO~CF„ 

" Owpvjl q 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


2-SMe 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


3-SMe 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


4-SMe 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 




Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


3-SOMp 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


4-SOMp 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


2-SO.Me 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 




Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


"T Nj^w/plVIC 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


4-t-Bu 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


2-Ac 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


3-Ac 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


4-Ac 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 




Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


\J WHVICI — 1 M V— / 1 1 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


4-C^MpVNOH 

"-T IVIC 1 — 1 M V—/ 1 1 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


2-CfMeWNOMe 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


O WllvIC i — IMVw/IVIC 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


4-C(Me , )-NOMe 

" V-/yiVl^y — IMWIVIC 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


2-CCMe^-NOCHoCH-CHo 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


P-CCMpWNO-t-Bu 


Me 


Me 


CI 


H 


o 


4-posi 


tion 


H 


2-C^MpWNOCH^Ph 

C— V^l IVICI — Ipl II 


Me 


Me 


CI 


H 


0 


4-posi 


tion 


H 


2-C(Me)=NOCH ? (4-CFq-Ph) 


Me 


He 


CI 


H 


0 


4-posi 


tion 


H 


2-C(Me)=NOCH 2 (2,4-CI 2 -Ph 


Me 


Me 


CI 


H 


0 


4-posi 


tion 


H 


2-C(Me)=NOCH 2 (2,6-CI 2 -Ph 


Me 


Me 


CI 


H 


0 


4-posi 


tion 


H 


2-C(Me)=NOCH 2 (2-CI-pyridine-5-yl) 


Me 


Me 


CI 


H 


0 


4-posi 


tion 


H 


3-C(Me)=NOCH 2 CH=CH 2 


Me 


Me 


CI 


H 


0 


4-posi 


tion 


H 


3-C(Me)=NO-t-Bu 


Me 


Me 


CI 


H 


0 


4-posi 


tion 


H 


3-C(Me)=NOCH 2 Ph 
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Table 2-1 (continued) 



R1 
n 


R2 


R3 


R4 

n 




Bond 


(X)n 


/y1 \,~, 

(X')n 


Me 


Me 


CI 


H 


0 


4-position 


H 


3-C(Me)=NOCH2(4-CF- 3 Pri) 


Me 


Me 


CI 


H 


0 


4-position 


H 


3-C(Me)=NOCH2(2,4-Cl2-Ph) 


Me 


Me 


CI 


H 


0 


4-position 


H 


3-C(Me)=l\IOCH 2 (2,6-Cl2-Pn) 


Me 


Me 


CI 


H 


0 


4-position 


i i 
H 


3-C(Me)=NOCH2(2-CI-pyridine-5-yl) 


R A _ 

Me 


It A ^ 

Me 


Ol 


i i 
H 


0 


4-position 


i i 
H 


4-0(Me)=NOOH20H=OH2 


Me 


Me 


CI 


H 


0 


4-position 


H 


4-C(Me)=NO-t-Bu 


Me 


Me 


CI 


H 


0 


4-position 


H 


4-C(Me)=NOCH 2 Ph 


Me 


Me 


CI 


H 


0 


4-position 


H 


4-C(Me)=NOCH 2 (4-CF 3 -Pn) 


Me 


Me 


CI 


H 


0 


4-position 


H 


4-C(Me)=NOCH 2 (2,4-Cl2-Pn) 


R A _ 

Me 


Me 


Ol 


i i 
H 


0 


4-position 


i i 
H 


4-C(Me)=NOCH 2 (2,6-Cl2-Pn) 


Me 


Me 


CI 


H 


0 


4-position 


H 


4-C(Me)=NOCH 2 (2-CI-pyridine-5-yl) 


Me 


Me 


CI 


H 


0 


4-position 


H 


2,3-CI 2 


Me 


Me 


CI 


H 


0 


4-position 


i i 
H 


2,4-CI 2 


Me 


Me 


CI 


H 


0 


4-position 


H 


2,5-CI 2 


Me 


Me 


CI 


H 


0 


4-position 


H 


2,6-CI 2 


Me 


Me 


CI 


H 


0 


4-position 


H 


3,4-CI 2 


Me 


Me 


CI 


H 


0 


4-position 


H 


3,5-CI 2 


Me 


Me 


CI 


H 


o 


4-position 


H 


2,3-Me 2 


Me 


Me 


CI 


H 


o 


4-position 


H 


2,4-Me 2 


Me 


Me 


CI 


H 


0 


4-position 


H 


2,5-Me 2 


Me 


Me 


CI 


H 


0 


4-position 


H 


2,6-Me 2 


Me 


Me 


CI 


H 


0 


4-position 


H 


3,4-C1 2 


Me 


Me 


CI 


H 


0 


4-position 


H 


2-F-4-CN 


Me 


Me 


CI 


H 


0 


4-position 


H 


2-F-4-N0 2 


Me 


Me 


CI 


H 


0 


4-position 


H 


2,5-F 2 -4-CN 


Me 


Me 


CI 


H 


0 


4-position 


H 


2,4,6-Clg 


Me 


Me 


CI 


H 


0 


4-position 


H 


2,4,6-Me 3 


Me 


Me 


CI 


H 


0 


4-position 


H 


4-oxadiazole-3-yl 



Note: "Bond" in the Table means the bonded position of the group Q. 



Table 2-2 

[0131] Table 2-2 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Me, R 2 does Et, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, and 
(X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-3 

[0132] Table 2-3 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Me, R 2 does i-Pr, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, and 
(X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-4 

[0133] Table 2-4 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Me, R 2 does n- 
Pr, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-5 

[0134] Table 2-5 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Me, R 2 does t-Bu, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, and 
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(X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 
Table 2-6 

5 [0135] Table 2-6 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Me, R 2 does n- 
Bu, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-7 

w 

[0136] Table 2-7 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Me, R 2 does CF 3 , 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, and 
(X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

15 Table 2-8 

[0137] Table 2-8 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Me, R 2 does OMe, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, and 
(X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

20 

Table 2-9 

[0138] Table 2-9 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Me, R 2 does 
OCHF 2 , R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
25 H, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-10 

[0139] Table 2-1 0 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Me, R 2 does O- 
30 j-Pr, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n H, and 
(X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-11 

35 [0140] Table 2-1 1 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Me, R 2 does CI, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n H, and (X 1 ) 
n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-12 

40 

[0141] Table 2-12 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Me, R 2 does Ph, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, and 
(X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

45 Table 2-13 

[0142] Table 2-13 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Me, R 2 does 

2- CI-Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
H, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

50 

Table 2-14 

[0143] Table 2-14 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Me, R 2 does 

3- CI-Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
55 H, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 
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Table 2-15 

[0144] Table 2-15 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Me, R 2 does 
4-CI-Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
H, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-16 

[0145] Table 2-16 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Me, R 2 does 
2,4-CI 2 -Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
does H, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-17 

[0146] Table 2-17 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Me, R 2 does 
2-Me-Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
does H, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1. 

Table 2-18 

[0147] Table 2-1 8 represents 169 compounds wherein, in the general formula (l-la), R 1 represents Me, R 2 does3-Me- 
Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-19 

[0148] Table 2-19 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Me, R 2 does 
4-Me-Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
does H, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1. 

Table 2-20 

[0149] Table 2-20 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Me, R 2 does 

2- OMe-Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
does H, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1. 

Table 2-21 

[0150] Table 2-21 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Me, R 2 does 

3- OMe-Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
does H, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-22 

[0151] Table 2-22 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Me, R 2 does 

4- OMe-Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
does H, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-23 

[0152] Table 2-23 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Me, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-24 

[0153] Table 2-24 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents H, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
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and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 
Table 2-25 

5 [0154] Table 2-25 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-26 

w 

[0155] Table 2-26 represents 169 compounds wherein, in the general formula (l-la), R 1 represents i-Pr, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

15 Table 2-27 

[0156] Table 2-27 represents 1 69 compounds wherein, in the general formula (l-la), R 1 represents n-Pr, R 2 does H, 
R 3 does CI, R 4 does H, Q an does oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

20 

Table 2-28 

[0157] Table 2-28 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents t-Bu, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
25 and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-29 

[0158] Table 2-29 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents n-Bu, R 2 does 
30 H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-30 

35 [0159] Table 2-30 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents CH=CH 2 , R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-31 

40 

[0160] Table 2-31 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents CH 2 CH=CH 2 , 
R 2 does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
does 3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

45 Table 2-32 

[0161] Table 2-32 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents CH 2 C=CH, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

50 

Table 2-33 

[0162] Table 2-33 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents CH 2 CN, R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
55 3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 
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Table 2-34 

[0163] Table 2-34 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents CH 2 CF 3 , R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-35 

[0164] Table 2-35 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents CH 2 Ph, R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-36 

[0165] Table 2-36 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Ph, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-37 

[0166] Table 2-37 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents 2-CI-Ph, R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 3-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-38 

[0167] Table 2-38 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents 3-CI-Ph, R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-39 

[0168] Table 2-39 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents 4-CI-Ph, R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-40 

[0169] Table 2-40 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents 2,4-CI 2 -Ph, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-41 

[0170] Table 2-41 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Ac, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-42 

[0171] Table 2-42 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents COPh, R 2 does 
H, R 3 does CI, R 4 does H, Q an oxygen does atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-43 

[0172] Table 2-43 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents CH 2 CH 2 F, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
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3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 
Table 2-44 

5 [0173] Table 2-44 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents CH 2 CH 2 CI, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-45 

w 

[0174] Table 2-45 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents CH 2 CH 2 Br, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

15 Table 2-46 

[0175] Table 2-46 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents CH 2 CH 2 OH, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

20 

Table 2-47 

[0176] Table 2-47 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents CH 2 CH 2 OMe, 
R 2 does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
25 does 3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-48 

[0177] Table 2-48 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents CH 2 OMe, R 2 
30 does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-49 

35 [0178] Table 2-49 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents CH 2 OEt, R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-50 

40 

[0179] Table 2-50 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents CH 2 COOH, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

45 Table 2-51 

[0180] Table 2-51 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents CH 2 COOEt, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

50 

Table 2-52 

[0181] Table 2-52 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents CH 2 CONHMe, 
R 2 does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
55 does 3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 
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Table 2-53 

[0182] Table 2-53 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents CH 2 CONMe 2 , 
R 2 does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
does 3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-54 

[0183] Table 2-54 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents CH 2 CHO, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-55 

[0184] Table 2-55 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents CH 2 CH=NOMe, 
R 2 does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
does 3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-56 

[0185] Table 2-56 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does H, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-57 

[0186] Table 2-57 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does F, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-58 

[0187] Table 2-58 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does Br, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-59 

[0188] Table 2-59 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does I, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-60 

[0189] Table 2-60 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CF 3 , R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-61 

[0190] Table 2-61 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CN, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-62 

[0191] Table 2-62 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does COOMe, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
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3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 
Table 2-63 

5 [0192] Table 2-63 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CONHMe, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-64 

w 

[0193] Table 2-64 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CONMe 2 , R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

15 Table 2-65 

[0194] Table 2-65 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does SMe, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

20 

Table 2-66 

[0195] Table 2-66 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does SPh, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
25 and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-67 

[0196] Table 2-67 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
30 R3 does OH, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-68 

35 [0197] Table 2-68 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does OMe, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-69 

40 

[0198] Table 2-69 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does OPh, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

45 Table 2-70 

[0199] Table 2-70 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does NMe 2 , R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

50 

Table 2-71 

[0200] Table 2-71 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does Me, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
55 and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 
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Table 2-72 

[0201] Table 2-72 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does Et, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-73 

[0202] Table 2-73 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does n-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-74 

[0203] Table 2-74 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does i-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-75 

[0204] Table 2-75 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does CH 2 CH=CH 2 , Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
does 3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-76 

[0205] Table 2-76 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does CH 2 C=CH, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
does 3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-77 

[0206] Table 2-77 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does CH 2 CF 3 , Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-78 

[0207] Table 2-78 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does CH 2 CN, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 3-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-79 

[0208] Table 2-79 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does CH 2 OMe, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-80 

[0209] Table 2-80 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does CH 2 OEt, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-81 

[0210] Table 2-81 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does CH 2 SMe, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
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3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 
Table 2-82 

5 [0211] Table 2-82 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does CH 2 COOEt, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
does 3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-83 

w 

[0212] Table 2-83 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does COOMe, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

15 Table 2-84 

[0213] Table 2-84 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does COOEt, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

20 

Table 2-85 

[0214] Table 2-85 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does COO-n-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
25 3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-86 

[0215] Table 2-86 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
30 R3 does CI, R 4 does COO-i-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-87 

35 [0216] Table 2-87 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does COO-t-Bu, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-88 

40 

[0217] Table 2-88 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does COOPh, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

45 Table 2-89 

[0218] Table 2-89 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does COOCH 2 Ph, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
does 3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

50 

Table 2-90 

[0219] Table 2-90 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does CONHMe, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
55 3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 
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Table 2-91 

[0220] Table 2-91 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does CONMe 2 , Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-92 

[0221] Table 2-92 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does COMe, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-93 

[0222] Table 2-93 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does COEt, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-94 

[0223] Table 2-94 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does CO-n-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-95 

[0224] Table 2-95 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does CO-i-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-96 

[0225] Table 2-96 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does CO-t-Bu, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-97 

[0226] Table 2-97 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does COCF 3 , Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-98 

[0227] Table 2-98 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does COPh, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-99 

[0228] Table 2-99 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does CO-c-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-100 

[0229] Table 2-1 00 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does COCH=CHMe, Q does an oxygen atom and the bonded position thereof being a 4-position, (X) 
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n does 3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 
Table 2-101 

5 [0230] Table 2-1 01 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does SPh, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-102 

w 

[0231] Table 2-102 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does CH 2 -c-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

15 Table 2-1 03 

[0232] Table 2-103 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 H, R 3 
CI, R 4 H, Q a sulfur atom, the bonded position thereof a 4-position, (X)n 3-OMe, and (X 1 )n corresponds to each of all 
the substituents shown in Table 2-1 . 

20 

Table 2-104 

[0233] Table 2-1 04 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does NH and the bonded position thereof being a 4-position, (X)n does 3-OMe, and (X 1 )n 
25 corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-105 

[0234] Table 2-1 05 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
30 R3 does CI, R 4 does H, Q does NMe and the bonded position thereof being a 4-position, (X)n does 3-OMe, and (X 1 ) 
n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-106 

35 [0235] Table 2-1 06 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does NAc and the bonded position thereof being a 4-position, (X)n does 3-OMe, and (X 1 )n 
corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-107 

40 

[0236] Table 2-1 07 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does CH=CH and the bonded position thereof being a 4-position, (X)n 3-OMe, and (X 1 )n 
corresponds to each of all the substituents shown in Table 2-1 . 

45 Table 2-1 08 

[0237] Table 2-1 08 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does COCH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, and (X 1 ) 
n corresponds to each of all the substituents shown in Table 2-1 . 

50 

Table 2-109 

[0238] Table 2-1 09 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does C(OMe)=CH and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
55 and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 
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Table 2-110 

[0239] Table 2-110 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does C=C and the bonded position thereof being a 4-position, (X)n does 3-OMe, and (X 1 ) 
n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-111 

[0240] Table 2-111 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does CH 2 CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, and 
(X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-112 

[0241] Table 2-112 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does CH(OH)CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-113 

[0242] Table 2-11 3 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does CH(OMe)CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-114 

[0243] Table 2-114 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does OCH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, and (X 1 ) 
n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-115 

[0244] Table 2-11 5 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does OCH(Me) and the bonded position thereof being a 4-position, (X)n does 3-OMe, and 
(X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-116 

[0245] Table 2-11 6 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does OCH 2 CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, and 
(X 1 )n corresponds to each of all the substituents shown in Table 2-1. 

Table 2-117 

[0246] Table 2-117 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does OCH 2 CH=CH and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-118 

[0247] Table 2-118 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does SCH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, and (X 1 ) 
n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-119 

[0248] Table 2-11 9 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does SCH 2 CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, and 
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(X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 
Table 2-120 

5 [0249] Table 2-1 20 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does NHCH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, and (X 1 ) 
n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-121 

w 

[0250] Table 2-121 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does NHCH 2 CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, and 
(X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

15 Table 2-122 

[0251] Table 2-122 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does N(Me)CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, and 
(X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

20 

Table 2-123 

[0252] Table 2-123 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does N(Me)CH 2 CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
25 and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-124 

[0253] Table 2-124 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
30 R3 does CI, R 4 does H, Q does NHCO and the bonded position thereof being a 4-position, (X)n does 3-OMe, and (X 1 ) 
n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-125 

35 [0254] Table 2-125 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does N(Me)CO and the bonded position thereof being a 4-position, (X)n does 3-OMe, and 
(X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-126 

40 

[0255] Table 2-126 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does NHCOCH=CH and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

45 Table 2-127 

[0256] Table 2-127 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does CO and the bonded position thereof being a 4-position, (X)n does 3-OMe, and (X 1 )n 
corresponds to each of all the substituents shown in Table 2-1 . 

50 

Table 2-128 

[0257] Table 2-128 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does C=NOMe and the bonded position thereof being a 4-position, (X)n does 3-OMe, and 
55 (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 
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Table 2-129 

[0258] Table 2-129 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 3-position, (X)n does H, and 
(X 1 )n corresponds to each of all the substituents shown in Table 2-1. 

Table 2-130 

[0259] Table 2-130 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 2-position, (X)n does H, and 
(X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-131 

[0260] Table 2-131 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 2-CI, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-132 

[0261] Table 2-132 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-CI, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-133 

[0262] Table 2-1 33 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 2-Me, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-134 

[0263] Table 2-1 34 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-Me, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-135 

[0264] Table 2-135 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 2-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-136 

[0265] Table 2-136 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 2-CF 3 , 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-137 

[0266] Table 2-137 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-CF 3 , 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-138 

[0267] Table 2-138 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OH, 
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and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 
Table 2-139 

5 [0268] Table 2-139 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OCHF 2 , 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-140 

w 

[0269] Table 2-1 40 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OCF 3 , 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

15 Table 2-141 

[0270] Table 2-141 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OCF 2 CHF 2 , and (X 1 )n corresponds to each of all the substituents shown in Table 2-1. 

20 

Table 2-142 

[0271] Table 2-142 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
25 3-OCH 2 CF 3 , and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-143 

[0272] Table 2-143 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
30 R3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-NH 2 , 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-144 

35 [0273] Table 2-144 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-NHMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-145 

40 

[0274] Table 2-145 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-NMe 2 , 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

45 Table 2-146 

[0275] Table 2-146 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-NHAc, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

50 

Table 2-147 

[0276] Table 2-147 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
55 3-NHCOCF 3 , and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 



45 



EP 1 319 657 A1 



Table 2-148 

[0277] Table 2-148 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-NH- 
COOMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-149 

[0278] Table 2-149 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-NH- 
COOMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-150 

[0279] Table 2-150 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-NHCH 2 CN, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-151 

[0280] Table 2-151 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-NH- 
CONHMe, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1. 

Table 2-152 

[0281] Table 2-152 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-NHS0 2 Me, and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-153 

[0282] Table 2-1 53 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-NHS0 2 CF 3 , and (X 1 )n corresponds to each of all the substituents shown in Table 2-1. 

Table 2-154 

[0283] Table 2-1 54 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-NHCHF 2 , and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-155 

[0284] Table 2-155 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-N 
(CHF 2 ) 2 , and (X 1 )n corresponds to each of all the substituents shown in Table 2-1. 

Table 2-156 

[0285] Table 2-156 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-NHCF 2 CHF 2 , and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-157 

[0286] Table 2-157 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
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3-NHCH 2 CF 3 , and (X 1 )n corresponds to each of all the substituents shown in Table 2-1. 
Table 2-158 

5 [0287] Table 2-158 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-SH, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-159 

w 

[0288] Table 2-159 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-SMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

15 Table 2-1 60 

[0289] Table 2-1 60 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-SOMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

20 

Table 2-161 

[0290] Table 2-1 61 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-S0 2 Me, 
25 and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-162 

[0291] Table 2-162 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
30 R3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-SCHF 2 , 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-163 

35 [0292] Table 2-1 63 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-SOCHF 2 , and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-164 

40 

[0293] Table 2-1 64 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-S0 2 CHF 2 , and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

45 Table 2-1 65 

[0294] Table 2-1 62 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-SCF 3 , 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

50 

Table 2-166 

[0295] Table 2-1 66 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
55 3-SCOCF 3 , and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 
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Table 2-167 

[0296] Table 2-1 67 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-S0 2 CF 3 , 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-168 

[0297] Table 2-168 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 H, R 3 
CI, R 4 H, Q an oxygen atom, the bonded position thereof a 4-position, (X)n 3-SC F 2 CHF 2 , and (X 1 )n corresponds to 
each of all the substituents shown in Table 2-1 . 

Table 2-169 

[0298] Table 2-1 69 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-SOC 
F 2 CHF 2 , and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-170 

[0299] Table 2-1 70 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does S-S0 2 C 
F 2 CHF 2 , and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-171 

[0300] Table 2-1 71 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-SCH 2 CF 3 , and (X 1 )n corresponds to each of all the substituents shown in Table 2-1. 

Table 2-172 

[0301] Table 2-1 72 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-SOCH 2 CF 3 , and (X 1 )n corresponds to each of all the substituents shown in Table 2-1. 

Table 2-173 

[0302] Table 2-1 73 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-S0 2 CH 2 CF 3 , and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-174 

[0303] Table 2-1 74 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3,5-CI 2 , 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-175 

[0304] Table 2-1 75 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 2,3-CI 2 , 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-176 

[0305] Table 2-1 76 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 2,5-CI 2 , 
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and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 
Table 2-177 

5 [0306] Table 2-1 77 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3,5-Me 2 , 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-178 

w 

[0307] Table 2-1 78 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 2,3-Me 2 , 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

15 Table 2-179 

[0308] Table 2-1 79 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 2,5-Me 2 , 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

20 

Table 2-180 

[0309] Table 2-1 80 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
25 3,5-(OMe) 2 , and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-181 

[0310] Table 2-1 81 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
30 R3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
2,3-(OMe) 2 , and (X 1 )n corresponds to each of all the substituents shown in Table 2-1. 

Table 2-182 

35 [0311] Table 2-182 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 

2.5- (OMe) 2 , and (X 1 )n corresponds to each of all the substituents shown in Table 2-1. 

Table 2-183 

40 

[0312] Table 2-183 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 

2.6- (OMe) 2 , and (X 1 )n corresponds to each of all the substituents shown in Table 2-1. 

45 Table 2-1 84 

[0313] Table 2-184 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 3-position, (X)n does 2-CI, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

50 

Table 2-185 

[0314] Table 2-185 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 3-position, (X)n does 4-CI, 
55 and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 
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Table 2-186 

[0315] Table 2-186 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 3-position, (X)n does 5-CI, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-187 

[0316] Table 2-187 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 3-position, (X)n does 6-CI, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-188 

[0317] Table 2-188 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 3-position, (X)n does 2-Me, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-189 

[0318] Table 2-1 89 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 3-position, (X)n does 4-Me, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-190 

[0319] Table 2-1 90 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 3-position, (X)n does 5-Me, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-191 

[0320] Table 2-1 91 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 3-position, (X)n does 6-Me, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-192 

[0321] Table 2-192 represents 169 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 3-position, (X)n does 2-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-193 

[0322] Table 2-1 93 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 3-position, (X)n does 4-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-194 

[0323] Table 2-1 94 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 3-position, (X)n does 5-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-195 

[0324] Table 2-1 95 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 3-position, (X)n does 6-OMe, 
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and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 
Table 2-196 

5 [0325] Table 2-1 96 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 3-position, (X)n does 4-OCF 3 , 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-197 

w 

[0326] Table 2-1 97 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 3-position, (X)n does 4-OCHF 2 , 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

15 Table 2-1 98 

[0327] Table 2-1 98 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 3-position, (X)n does 
4-OCF 2 CHF 2 , and (X 1 )n corresponds to each of all the substituents shown in Table 2-1. 

20 

Table 2-199 

[0328] Table 2-1 99 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 3-position, (X)n does 
25 4-OCH 2 CF 3 , and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-200 

[0329] Table 2-200 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
30 R3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 3-position, (X)n does 4-CF 3 , 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-201 

35 [0330] Table 2-201 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 2-position, (X)n does 3-CI, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-202 

40 

[0331] Table 2-202 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 2-position, (X)n does 4-CI, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

45 Table 2-203 

[0332] Table 2-203 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 2-position, (X)n does 5-CI, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

50 

Table 2-204 

[0333] Table 2-204 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 2-position, (X)n does 6-CI, 
55 and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 



51 



EP 1 319 657 A1 



Table 2-205 

[0334] Table 2-205 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 2-position, (X)n does 3-Me, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-206 

[0335] Table 2-206 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 2-position, (X)n does 4-Me, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-207 

[0336] Table 2-207 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 2-position, (X)n does 5-Me, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-208 

[0337] Table 2-208 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 2-position, (X)n does 6-Me, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-209 

[0338] Table 2-209 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 2-position, (X)n does 3-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-210 

[0339] Table 2-21 0 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 2-position, (X)n does 4-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-211 

[0340] Table 2-211 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 2-position, (X)n does 5-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 

Table 2-212 

[0341] Table 2-212 represents 1 69 compounds wherein, in the general formula (1-1 a), R 1 represents Et, R 2 doesH, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 2-position, (X)n does 6-OMe, 
and (X 1 )n corresponds to each of all the substituents shown in Table 2-1 . 
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The general formula (1-2) 
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Table 3-1 (continued) 
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Table 3-1 (continued) 
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Table 3-1 (continued) 
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Table 3-2 

[0342] Table 3-2 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Me, R 2 does Et, R 3 
does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-3 

[0343] Table 3-3 represents 187 compounds wherein, in the general formula (I-2), R 1 represents Me, R 2 does i-Pr, 
R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-4 

[0344] Table 3-4 represents 187 compounds wherein, in the general formula (I-2), R 1 represents Me, R 2 does n-Pr, 
R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-5 

[0345] Table 3-5 represents 187 compounds wherein, in the general formula (I-2), R 1 represents Me, R 2 does t-Bu, 
R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-6 

[0346] Table 3-6 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Me, R 2 does n-Bu, 
R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-7 

[0347] Table 3-7 represents 187 compounds wherein, in the general formula (I-2), R 1 represents Me, R 2 does CF 3 , 
R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-8 

[0348] Table 3-8 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Me, R 2 does OMe, 
R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-9 

[0349] Table 3-9 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Me, R 2 does OCHF 2 , 
R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-10 

[0350] Table 3-1 0 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Me, R 2 does O-i- 
Pr, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

Table 3-11 

[0351] Table 3-11 represents 187 compounds wherein, in the general formula (I-2), R 1 represents Me, R 2 does CI, 
R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
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in Table 3-1. 
Table 3-12 

5 [0352] Table 3-12 represents 187 compounds wherein, in the general formula (I-2), R 1 represents Me, R 2 does Ph, 
R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-13 

w 

[0353] Table 3-1 3 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Me, R 2 does 2-CI- 
Ph, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

15 Table 3-14 

[0354] Table 3-1 4 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Me, R 2 does 3-CI- 
Ph, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

20 

Table 3-15 

[0355] Table 3-1 5 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Me, R 2 does 4-CI- 
Ph, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
25 shown in Table 3-1 . 

Table 3-16 

[0356] Table 3-16 represents 187 compounds wherein, in the general formula (I-2), R 1 represents Me, R 2 does 
30 2,4-CI 2 -Ph, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the 
substituents shown in Table 3-1 . 

Table 3-17 

35 [0357] Table 3-1 7 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Me, R 2 does 2-Me- 
Ph, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

Table 3-18 

40 

[0358] Table 3-1 8 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Me, R 2 does 3-Me- 
Ph, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

45 Table 3-19 

[0359] Table 3-1 9 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Me, R 2 does 4-Me- 
Ph, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

50 

Table 3-20 

[0360] Table 3-20 represents 187 compounds wherein, in the general formula (I-2), R 1 represents Me, R 2 does 
2-OMe-Ph, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the 
55 substituents shown in Table 3-1 . 
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Table 3-21 

[0361] Table 3-21 represents 187 compounds wherein, in the general formula (I-2), R 1 represents Me, R 2 does 

3- OMe-Ph, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the 
substituents shown in Table 3-1 . 

Table 3-22 

[0362] Table 3-22 represents 187 compounds wherein, in the general formula (I-2), R 1 represents Me, R 2 does 

4- OMe-Ph, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the 
substituents shown in Table 3-1 . 

Table 3-23 

[0363] Table 3-23 represents 187 compounds wherein, in the general formula (I-2), R 1 represents Me, R 2 does H, 
R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-24 

[0364] Table 3-24 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents H, R 2 does H, R 3 
does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-25 

[0365] Table 3-25 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-26 

[0366] Table 3-26 represents 187 compounds wherein, in the general formula (I-2), R 1 represents i-Pr, R 2 does H, 
R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-27 

[0367] Table 3-27 represents 187 compounds wherein, in the general formula (I-2), R 1 represents n-Pr, R 2 does H, 
R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-28 

[0368] Table 3-28 represents 187 compounds wherein, in the general formula (I-2), R 1 represents t-Bu, R 2 does H, 
R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-29 

[0369] Table 3-29 represents 187 compounds wherein, in the general formula (I-2), R 1 represents n-Bu, R 2 does H, 
R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-30 

[0370] Table 3-30 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents CH=CH 2 , R 2 does 
H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
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shown in Table 3-1 . 
Table 3-31 

5 [0371] Table 3-31 represents 187 compounds wherein, in the general formula (I-2), R 1 represents CH 2 CH=CH 2 , R 2 
does H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

Table 3-32 

w 

[0372] Table 3-32 represents 187 compounds wherein, in the general formula (I-2), R 1 represents CH 2 C=CH, R 2 
does H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

15 Table 3-33 

[0373] Table 3-33 represents 187 compounds wherein, in the general formula (I-2), R 1 represents CH 2 CN, R 2 does 
H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

20 

Table 3-34 

[0374] Table 3-34 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents CH 2 CF 3 , R 2 does 
H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
25 shown in Table 3-1. 

Table 3-35 

[0375] Table 3-35 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents CH 2 Ph, R 2 does 
30 H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

Table 3-36 

35 [0376] Table 3-36 represents 187 compounds wherein, in the general formula (I-2), R 1 represents Ph, R 2 does H, 
R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-37 

40 

[0377] Table 3-37 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents 2-CI-Ph, R 2 does 
H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

45 Table 3-38 

[0378] Table 3-38 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents 3-CI-Ph, R 2 does 
H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

50 

Table 3-39 

[0379] Table 3-39 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents 4-CI-Ph, R 2 does 
H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
55 shown in Table 3-1 . 
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Table 3-40 

[0380] Table 3-40 represents 187 compounds wherein, in the general formula (I-2), R 1 represents 2,4-CI 2 -Ph, R 2 
does H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

Table 3-41 

[0381] Table 3-41 represents 187 compounds wherein, in the general formula (I-2), R 1 represents Ac, R 2 does H, 
R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-42 

[0382] Table 3-42 represents 187 compounds wherein, in the general formula (I-2), R 1 represents COPh, R 2 does 
H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

Table 3-43 

[0383] Table 3-43 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents CH 2 CH 2 F, R 2 does 
H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

Table 3-44 

[0384] Table 3-44 represents 187 compounds wherein, in the general formula (I-2), R 1 represents CH 2 CH 2 CI, R 2 
does H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

Table 3-45 

[0385] Table 3-45 represents 187 compounds wherein, in the general formula (I-2), R 1 represents CH 2 CH 2 Br, R 2 
does H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

Table 3-46 

[0386] Table 3-46 represents 187 compounds wherein, in the general formula (I-2), R 1 represents CH 2 CH 2 OH, R 2 
does H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

Table 3-47 

[0387] Table 3-47 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents CH 2 CH 2 OMe, R 2 
does H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

Table 3-48 

[0388] Table 3-48 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents CH 2 OMe, R 2 does 
H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

Table 3-49 

[0389] Table 3-49 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents CH 2 OEt, R 2 does 
H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
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shown in Table 3-1 . 
Table 3-50 

5 [0390] Table 3-50 represents 187 compounds wherein, in the general formula (I-2), R 1 represents CH 2 COOH, R 2 
does H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

Table 3-51 

w 

[0391] Table 3-51 represents 187 compounds wherein, in the general formula (I-2), R 1 represents CH 2 COOEt, R 2 
does H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

15 Table 3-52 

[0392] Table 3-52 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents CH 2 CONHMe, R 2 
does H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

20 

Table 3-53 

[0393] Table 3-53 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents CH 2 CONMe 2 , R 2 
does H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
25 shown in Table 3-1 . 

Table 3-54 

[0394] Table 3-54 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents CH 2 CHO, R 2 does 
30 H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

Table 3-55 

35 [0395] Table 3-55 represents 187 compounds wherein, in the general formula (I-2), R 1 represents CH 2 CH=NOMe, 
R 2 does H, R 3 does CI, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the 
substituents shown in Table 3-1 . 

Table 3-56 

40 

[0396] Table 3-56 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does H, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

45 Table 3-57 

[0397] Table 3-57 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does F, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown in 
Table 3-1. 

50 

Table 3-58 

[0398] Table 3-58 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does Br, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
55 in Table 3-1. 
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Table 3-59 

[0399] Table 3-59 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does I, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown in 
Table 3-1. 

Table 3-60 

[0400] Table 3-60 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does CF 3 , R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-61 

[0401] Table 3-61 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 doesH, R 3 
does CN, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-62 

[0402] Table 3-62 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does COOMe, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

Table 3-63 

[0403] Table 3-63 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does CONHMe, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

Table 3-64 

[0404] Table 3-64 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does CONMe 2 , R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

Table 3-65 

[0405] Table 3-65 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does SMe, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-66 

[0406] Table 3-66 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does SPh, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-67 

[0407] Table 3-67 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does OH, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-68 

[0408] Table 3-68 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does OMe, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
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in Table 3-1. 
Table 3-69 

5 [0409] Table 3-69 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does OPh, R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-70 

w 

[0410] Table 3-70 represents 187 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does NMe 2 , R 4 does H, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

15 Table 3-71 

[0411] Table 3-71 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 doesH,R 3 
does CI, R 4 does Me, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

20 

Table 3-72 

[0412] Table 3-72 represents 187 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 doesH,R 3 
does CI, R 4 does Et, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
25 in Table 3-1. 

Table 3-73 

[0413] Table 3-73 represents 187 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 doesH,R 3 
30 does CI, R 4 does n-Pr, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-74 

35 [0414] Table 3-74 represents 187 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does i-Pr, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-75 

40 

[0415] Table 3-75 represents 187 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 doesH,R 3 
does CI, R 4 does CH 2 CH=CH 2 , A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

45 Table 3-76 

[0416] Table 3-76 represents 187 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 doesH,R 3 
does CI, R 4 does CH 2 C=CH, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

50 

Table 3-77 

[0417] Table 3-77 represents 187 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 doesH, R 3 
does CI, R 4 does CH 2 CF 3 , A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
55 shown in Table 3-1 . 
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Table 3-78 

[0418] Table 3-78 represents 187 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 doesH,R 3 
CI, R 4 does CH 2 CN, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
5 in Table 3-1. 

Table 3-79 

[0419] Table 3-79 represents 187 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
10 does CI, R 4 does CH 2 OMe, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

Table 3-80 

15 [0420] Table 3-80 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CH 2 OEt, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

Table 3-81 

20 

[0421] Table 3-81 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 doesH,R 3 
does CI, R 4 does CH 2 SMe, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

25 Table 3-82 

[0422] Table 3-82 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
CI, R 4 does CH 2 COOEt, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

30 

Table 3-83 

[0423] Table 3-83 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
CI, R 4 does COOMe, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
35 in Table 3-1. 

Table 3-84 

[0424] Table 3-84 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
40 ci, R 4 does CONHMe, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-85 

45 [0425] Table 3-85 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CONMe 2 , A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents 
shown in Table 3-1 . 

Table 3-86 

50 

[0426] Table 3-86 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
CI, R 4 does COMe, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

55 Table 3-87 

[0427] Table 3-87 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does SPh, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
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in Table 3-1. 
Table 3-88 

[0428] Table 3-88 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
CI, R 4 does CH 2 -c-Pr, A does an oxygen atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown 
in Table 3-1. 

Table 3-89 

[0429] Table 3-89 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, A does a sulfur atom, B does CR 8 , and R 8 corresponds to each of all the substituents shown in 
Table 3-1. 

Table 3-90 

[0430] Table 3-90 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, A does NH, B does CR 8 , and R 8 corresponds to each of all the substituents shown in Table 3-1 . 

Table 3-91 

[0431] Table 3-91 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 doesH,R 3 
does CI, R 4 does H, A does NMe, B does CR 8 , and R 8 corresponds to each of all the substituents shown in Table 3-1 . 

Table 3-92 

[0432] Table 3-92 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, A does CH, B does NR 8 , and R 8 corresponds to each of all the substituents shown in Table 3-1 . 

Table 3-93 

[0433] Table 3-93 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, A does CCI, B does NR 8 , and R 8 corresponds to each of all the substituents shown in Table 3-1 . 

Table 3-94 

[0434] Table 3-94 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, A does CH, B does N, and R 8 corresponds to each of all the substituents shown in Table 3-1 . 

Table 3-95 

[0435] Table 3-95 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, A does CCI, B does N, and R 8 corresponds to each of all the substituents shown in Table 3-1 . 

Table 3-96 

[0436] Table 3-96 represents 1 87 compounds wherein, in the general formula (I-2), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, A does N, B does NR 8 , and R 8 corresponds to each of all the substituents shown in Table 3-1 . 
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The general formula (I) 




(i) 



15 Table 4-1 





D1 

n ' 


D2 


D3 






Y 




Me 


Me 


CI 


H 


naphthalene-1 -yl 


CH 2 




Me 


Me 


CI 


H 


naphthalene-2-yl 


CH 2 


20 


Me 


Me 


CI 


H 


2-OMe-naphthalene-1 -yl 


CH 2 




Me 


Me 


CI 


H 


4-OMe-naphthalene-1 -yl 


CH 2 




Me 


Me 


CI 


H 


6-OMe-naphthalene-2-yl 


CH 2 




Me 


Me 


CI 


H 


5-CI-thiophene-2-yl 


CH 2 


25 


Me 


Me 


CI 


H 


2-OPh-thiophene-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0(4-CN-Ph)-thiophene-5-yl 


CH 2 




Me 


Me 


CI 


H 


2-OCH 2 Ph-thiophene-5-yl 


CH 2 




Me 


Me 


CI 


H 


2-OCH 2 (4-CN-Ph)-thiophene-5-yl 


CH 2 




Me 


Me 


CI 


H 


2-Br-thiazole-5-yl 


CH 2 


30 


Me 


Me 


CI 


H 


indole-3-yl 


CH 2 




Me 


Me 


CI 


H 


5-Br-indole-3-yl 


CH 2 




Me 


Me 


CI 


H 


5-OMe-indole-3-yl 


CH 2 




Me 


Me 


CI 


H 


2-Me-indole-3-yl 


CH 2 




Me 


Me 


CI 


H 


berizofuran-2-yl 


CH 2 


35 


Me 


Me 


CI 


H 


benzimidazole-2-yl 


CH 2 




Me 


Me 


CI 


H 


benzothiazole-2-yl 


CH 2 




Me 


Me 


CI 


H 


4-Me-benzothiazole-2-yl 


CH 2 




Me 


Me 


CI 


H 


5-CI-benzothiazole-2-yl 


CH 2 


40 


Me 


Me 


CI 


H 


5-OMe-benzothiazole-2-yl 


CH 2 




Me 


Me 


CI 


H 


6-OMe-benzothiazole-2-yl 


CH 2 




Me 


Me 


CI 


H 


6-F-benzothiazole-2-yl 


CH 2 




Me 


Me 


CI 


H 


6-Me-benzothiazole-2-yl 


CH 2 




Me 


Me 


CI 


H 


5,6-Me 2 -benzothiazole-2-yl 


CH 2 


45 


Me 


Me 


CI 


H 


pyridine-2-yl 


CH 2 




Me 


Me 


CI 


H 


pyridine-3-yl 


CH 2 




Me 


Me 


CI 


H 


pyridine-4-yl 


CH 2 




Me 


Me 


CI 


H 


5-Bu-pyridine-2-yl 


CH 2 


50 


Me 


Me 


CI 


H 


3-CI-pyridine-2-yl 


CH 2 




Me 


Me 


CI 


H 


5-Br-pyridine-2-yl 


CH 2 




Me 


Me 


CI 


H 


5-CF 3 -pyridine-2-yl 


CH 2 




Me 


Me 


CI 


H 


6-Br-pyridine-2-yl 


CH 2 




Me 


Me 


CI 


H 


6-F-pyridine-2-yl 


CH 2 


55 


Me 


Me 


CI 


H 


6-Me-pyridine-2-yl 


CH 2 




Me 


Me 


CI 


H 


3-N0 2 -6-CI-pyridine-2-yl 


CH 2 




Me 


Me 


CI 


H 


3,5-(CF 3 ) 2 -pyridine-2-yl 


CH 2 
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Table 4-1 (continued) 



R 1 


R 2 


R 3 


R 4 


R 5 


Y 


Me 


Me 


CI 


H 


4 'WCF^'U-nvridinp-P-vl 


CH 2 


Me 


Me 


CI 


H 


P-CI-nvridinp-^-vl 

C— \_/ 1 VJy \ 1 *»J 1 1 IC \j y 1 


CH 2 


Me 


Me 


CI 


H 


6-CI-Dvridine-3-vl 

v./ V— / 1 yj y i i \j 1 1 i \^ w y i 


CH 2 


Me 


Me 


CI 


H 


5-Br-pyridine-3-yl 


CH 2 


Me 


Me 


CI 


H 


2-Me-pyridine-3-yl 


CH 2 


Me 


Me 


CI 


H 


fi-Mp-n\/rirlinp-'3-\/l 

\j i v i c kj y i ivj 1 1 i o \j y i 


CH 2 


Me 


Me 


CI 


H 


2-OMe-pyridine-3-yl 


CH 2 


Me 


Me 


CI 


H 


2-SMe-Dvridine-3-vl 

t— v— ' 1 VI w YJ y 1 1 Kjt 1 1 1 v^r \j y i 


CH 2 


Me 


Me 


CI 


H 


5 6-CL-Dvridine-3-vl 

*J y \J 1 O YJ y 1 l\*A II Ivy \J VI 


CH 2 


Me 


Me 


CI 


H 


2,6-CI 2 -pyridine-3-yl 


CH 2 


Me 


Me 


CI 


H 


2, 6- (OMe) 2 -pyridine-3-yl 


CH 2 


Me 


Me 


CI 


H 


2-CI-6-Me-nvridinp-3-vl 

f— V—/ 1 \J i v i \j u y i ivj 1 1 i u \j y i 


CH 2 


Me 


Me 


CI 


H 


ovrazine-2-vl 

yj y i ci£_ ii i\y C— y i 


CH 2 


Me 


Me 


CI 


H 


pyrimidine-2-yl 


CH 2 


Me 


Me 


CI 


H 


pyrimidine-4-yl 


CH 2 


Me 


Me 


CI 


H 


2-CI-pyrimidine-5-yl 


CH 2 


Me 


Me 


CI 


H 


P-^Mp-nvri miHinp-R-\/l 
c- oivic yjy i i i i i \\j ii i c vj yi 


CH 2 


Me 


Me 


CI 


H 


<— vyr ii ijy i ii 1 1 \\j ii i c »j yi 


CH 2 


Me 


Me 


CI 


H 


P-Ofd-HN- PhVnvrimiriinp-^-vl 


CH 2 


Me 


Me 


CI 


H 


P-OCH^Ph-nvrirniHinp-^-vl 

<— \~> w i ipi ii kjyi hi limine ^ yi 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (4-CN-Ph)-pyrimidine-5-yl 


CH 2 


Me 


Me 


CI 


H 


nvridazinp-^-vl 

kj y i i vj □£ 1 1 1 13 o y i 


CH 2 


Me 


Me 


CI 


H 


6-Ph-ovridazine-3-vl 

\J 1 II k/ y 1 1 Vw< cix- ill v^r w y | 


CH 2 


Me 


Me 


CI 


H 


6-CI-pyridcizine-3-yl 


CH 2 


Me 


Me 


CI 


H 


6-OMe-pyridcizine-3-yl 


CH 2 


Me 


Me 


CI 


H 


fi-OPh-nvridazinp-^-vl 

\J 1 ii ij y i Hwi ql nic o y i 


CH 2 


Me 


Me 


CI 


H 


6-0 (4-CN-Ph) -pyridazine-3-yl 


CH 2 


Me 


Me 


CI 


H 


quinoline-2-yl 


CH 2 


Me 


Me 


CI 


H 


auinoline-3-vl 

mU ii i \J ill i v — ^ \j y i 


CH 2 


Me 


Me 


CI 


H 


isoc|uinoline-2-yl 


CH 2 


Me 


Me 


CI 


H 


isoc|uinoline-3-yl 


CH 2 


Me 


Me 


CI 


H 


2-OPh-pyridine-3-yl 


CH 2 


Me 


Me 


CI 


H 


2-0 (2-F-Ph) -pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0 (3-F-Ph) -pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0 (4-F-Ph) -pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0(2-CI-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0(3-CI-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0(4-CI-Ph > >-Dvridine-5-vl 

t— \j \ i \J' 1 i ii/ yj y i i\Ji \ \ \ \j \J y i 


CH 2 


Me 


Me 


CI 


H 


2-0(2-Br-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0(3-Br-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0 f4-Br-Ph , > -nvridine-5-vl 

\J \ " I — j I I I I / yj y \ \ \J ill yi 


CH 2 


Me 


Me 


CI 


H 


2-0 (2-Me-PM -ovridine-5-vl 

C— \J \ L— 1 VI V 1 III YJ y \ \ \Ji 111^ w VI 


CH 2 


Me 


Me 


CI 


H 


2-0(3-Me-Ph , )-Dvridine-5-vl 

t— \J \ \J i vi \7 i mi yj y i i \j 1 1 i \j \J y i 


CH 2 


Me 


Me 


CI 


H 


2-0(4-Me-Ph)-pyridine-5-yl 


CH ? 


Me 


Me 


CI 


H 


2-0(4-t-Bu-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0 (2-OMe-Ph) -pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0 (3-OMe-Ph) -pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0 (4-OMe-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0(2-CF 3 -Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0(3-CF 3 -Ph)-pyridine-5-yl 


CH 2 
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Table 4-1 (continued) 



R 1 


R 2 


R 3 


R 4 


R 5 


Y 


Me 


Me 


CI 


H 


2-0(4-CF 3 -Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0(2-OCF^-Ph , >-Dvridine-5-vl 

C— w \ C— \w/ v- / 1 o i iiy fj y i i vJ 1 1 i v^ y i 


CH 2 


Me 


Me 


CI 


H 


2-OC3-OCFo-Ph > l-Dvridine-5-vl 


CH 2 


Me 


Me 


CI 


H 


2-0(4-OCF 3 -Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0(2-NO 2 -Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0(3-N0 2 -Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0(4-N0 2 -Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0 ^-CN-Ph"! -ovridine-5-vl 

t— \J \£— V— * IN 1 11/ VJ V 1 1 \-4 1 1 1 \-S VI 


CH 2 


Me 


Me 


CI 


H 


2-0 C3-CN-PhVDvridine-5-vl 

L— \j \\J v-* in i i I j K-/ y i ivj 1 1 i \j y i 


CH 2 


Me 


Me 


CI 


H 


2-0 (^-CN-PhVovridine-S-vl 


CH 2 


Me 


Me 


CI 


H 


P-OfP-COoMe-PhVnvridine-B-vl 

L— \s \ C— \w/ v_y p i vi u I ill vj y i \\Ji 1 1 1 v^ w y i 


CH 2 


Me 


Me 


CI 


H 


2-0(3-C0 2 Me-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OC4-COoMe-PhVDvridine-5-vl 

C— t v«/ v_y p i vi \v i mi vj y i i \J i i i \j y i 


CH 2 


Me 


Me 


CI 


H 


2-0 (2-SMe-Ph) -pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0 (3-SMe-PM -ovridine-5-vl 

t— kj \ w vj I vi i ill vj y i i\a 1 1 I w y i 


CH 2 


Me 


Me 


CI 


H 


2-0 (4-SMe-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0 (2-SOMe-PM -ovridine-5-vl 

C— \j \ C— \*j> V-/ iviv^ i ill yj y i i v*j 1 1 i v^ ^j y i 


CH 2 


Me 


Me 


CI 


H 


2-0 CS-SOMe-PM-ovridine-S-vl 

£— kj \ \J Vw* v*/ i v 1 \^ 1 ill VJ y I I \Ji 1 1 I \^ y I 


CH 2 


Me 


Me 


CI 


H 


2-0 C4-SOMe-PhVDvridine-5-vl 

C— \j \ i vj\-/ 1 vi^/ i ill vj y i i \-A 1 1 i \^ w y i 


CH 2 


Me 


Me 


CI 


H 


2-0(2-S0 2 Me-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0(3-S0 2 Me-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0(4-S0 2 Me-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OC2-SCFo-Ph > l-Dvridine-5-vl 

<— \/ y £— vjvj i o i i i I vj y i i\-A 1 1 i v^ xJ y i 


CH 2 


Me 


Me 


CI 


H 


2-0(3-SCF 3 -Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0(4-SCF 3 -Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


P-OfP-SOCF^-PhVnvridinp-'S-vl 


CH 2 


Me 


Me 


CI 


H 


2-OC3-SOCFo-Ph , l-Dvridine-5-vl 

C— / 1 \j vj\-'\j i o i ii/ Kyyiivjni^ w y i 


CH 2 


Me 


Me 


CI 


H 


2-0(4-SOCF 3 -Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OC2-SOoCFo-PhVDvridine-5-vl 

l— sj\-/q\j i o i mi mV i i 1 1 i \-» kj y i 


CH 2 


Me 


Me 


CI 


H 


2-0(3-S0 2 CF 3 -Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-0(4-S0 2 CF 3 -Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCHoPh-ovridine-5-vl 

l— w >— ' i i pi ii y i 1 1 i v^ w yi 


CH 2 


Me 


Me 


CI 


H 


2-OCHof2-F-PhVDvridine-5-vl 

l— w i i p \ C— \ i i i j vj y i i vj 1 1 i \j \j> yi 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (3-F-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (4-F-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (2-CI-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCHoC3-CI-Ph , )-Dvridine-5-vl 

t— v \*j> i i p i w i i i i j vj y i i v_j 1 1 i v_^ w y i 


CH 2 


Me 


Me 


CI 


H 


2-OCHoC4-CI-Ph , )-Dvridine-5-vl 

l— w i i p \ i V— / i i mi m y i i 1 1 i u \-/ y i 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (2-Br-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCHoC3-Br-Ph)-Dvridine-5-vl 

£— WW i i p y w i — ^ i i mi u y i ivji i iv-' y i 


CH 2 


Me 


Me 


CI 


H 


2-OCHn ^-Rr-PhVnvridine-B-vl 

C— i i p \* i— ' i i I'/ m y i i vj 1 1 i yi 


CH 2 


Me 


Me 


CI 


H 


2-OCHoC2-Me-PhVDvridine-5-vl 

ww i i p \ i vi i ill u y i i v_j 1 1 i \^ v_/ y i 


CH 2 


Me 


Me 


CI 


H 


2-OChLf3-Me-Ph > )-Dvridine-5-vl 

v.y 1 ip\w i vi vv i mi |jy i i vj ii iw w y i 


CH 2 


Me 


Me 


CI 


H 


2-OCH ? (4-Me-Ph)-pyridirie-5-yl 


CH ? 


Me 


Me 


CI 


H 


2-OCH 2 (4-t-Bu-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (2-OMe-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCH 3 (3-OMe-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (4-OMe-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (2-CF 3 -Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCH 3 (3-CF 3 -Ph)-pyridine-5-yl 


CH 2 
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Table 4-1 (continued) 



R 1 


R 2 


R 3 


R 4 


R 5 


Y 


Me 


Me 


CI 


H 


2-OCH 2 (4-CF 3 -Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (2-OCF 3 -Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCHoC3-OCFo-PhVDvridine-5-vl 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (4-OCF 3 -Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (2-N0 2 -Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (3-N0 2 -Ph) -pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCHoC4-NOo-PhVnvridine-5-vl 


CH 2 


Me 


Me 


CI 


H 


2-OCHof2-CN-PhVDvridine-5-vl 


CH 2 


Me 


Me 


CI 


H 


2-OCHoC3-CN-Ph , )-Dvridine-5-vl 


CH 2 


Me 


Me 


CI 


H 


2-OCHof4-CN-Ph > )-Dvridine-5-vl 

l— v— / v-/ 1 1 p\ ■ v — ' i * i ii/ m y i i 1 1 i v.* v-/ y i 


CH 2 


Me 


Me 


CI 


H 


2-OCHof2-COoMe-PhVnvridine-5-vl 

L— v>j i i p y C— \~/ \s p i v i \^ i iiy kj y i i \jk 1 1 i w y i 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (3-C0 2 Me-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCHoC4-COoMe-PhVDvridirie-5-vl 

C— WJ 1 1 p I *T \S p 1 VlV 1 1 1 / U y 1 1 \*4 1 1 1 w y 1 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (2-SMe-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCHof3-SMe-Ph , )-Dvridine-5-vl 

t— v— /\— / I I pi w \*J i v i i ii/ i ii i w y I 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (4-SMe-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCHo f2-SOMe-Ph^ -nvridine-5-vl 

C— v w i i p \C— iviv^ i ii/ vj y i i Vwi 1 1 i \j y i 


CH 2 


Me 


Me 


CI 


H 


2-OCHof3-SOMe-PhVDvridine-5-vl 

C— i i p i w Vw* w i v i \-» i ii / y i i \*A 1 1 \\^ yi 


CH 2 


Me 


Me 


CI 


H 


2-OCHof4-SOMe-Ph , i-Dvridine-5-vl 

l— Vw/v- / 1 i p \ i v/i viw i ii/ vj y§ \ \ \j y i 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (2-S0 2 Me-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (3-S0 2 Me-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (4-S0 2 Me-Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCHof2-SCFo-PhVDvridine-5-vl 

<— vvj i i p \ v— ' V-/ i o i I i / yj y i \\-A ill y i 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (3-SCF 3 -Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (4-SCF 3 -Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


?-OGH~/'?-SOCF^-PhVnvridinp- f 5-vl 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (3-SOCF 3 -Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (4-SOCF 3 -Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCHof2-SOoCFo-Ph , )-Dvridine-5-vl 

l— v— / v-/ 1 I p \ t— Vw'px— / i Q i I I / u y i iuiii w yi 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (3-S0 2 CF 3 -Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


2-OCH 2 (4-S0 2 CF 3 -Ph)-pyridine-5-yl 


CH 2 


Me 


Me 


CI 


H 


5-OPh-Dvridine-2-vl 

w v i ii u y i ivj 1 1 i t_ yi 


CH 2 


Me 


Me 


CI 


H 


5-0(2-F-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0(3-F-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0(4-F-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0(2-CI-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0(3-CI-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0(4-CI-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0 (2-Br-Ph) -pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0(3-Br-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


S-O^-Rr-PhVnvridine-P-vl 

w \j \i i— " i i ii/ k> y i ivj ill L— yi 


CH 2 


Me 


Me 


CI 


H 


5-0f2-Me-Ph , )-Dvridine-2-vl 

w v_/ 1 C— i v i i mi k_/ y i i Vw4 1 1 i C— y i 


CH 2 


Me 


Me 


CI 


H 


5-0 (3-Me-Ph 1 ) -Dvridine-2-vl 

w \J \ w IVIC I 11/ YJ y \ \ \a 111^ C— y 1 


CH 2 


Me 


Me 


CI 


H 


5-0(4-Me-Ph)-pyridine-2-yl 


CH ? 


Me 


Me 


CI 


H 


5-0 (4-t-Bu-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0 (2-OMe-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0 (3-OMe-Ph) -pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0 (4-OMe-Ph) -pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0 (2-CF 3 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0 (3-CF 3 -Ph)-pyridine-2-yl 


CH 2 
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Table 4-1 (continued) 



R 1 


R 2 


R 3 


R 4 


R 5 


Y 


Me 


Me 


CI 


H 


5-0 (4-CF 3 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0 (2-OCF 3 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0 C3-OCFo-PhVDvridine-2-vl 


CH 2 


Me 


Me 


CI 


H 


5-0 (4-OCF 3 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0 C2-NOo-PhVnvridine-2-vl 

w \j \ l— i m Vw/ p i im kj y i i 1 1 i \^ l— y i 


CH 2 


Me 


Me 


CI 


H 


5_0(3-N0 2 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0(4-N0 2 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0 C2-CN-Ph > l-Dvridine-2-vl 

v_/ V lt_ W 1 M 1 1 1 J Uy 1 \\A II 1 U C— VI 


CH 2 


Me 


Me 


CI 


H 


5-0 C3-CN-PhVDvridine-2-vl 

\J \ \J V*-/ 1 M 1 1 l / kJ y 1 1 1 1 1 tr L— VI 


CH 2 


Me 


Me 


CI 


H 


5-0 (4-CN-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0 f2-COoMe-Ph > l-Dvridine-2-vl 

\J I C— \~/ V p IVIC 1 III ky y 1 1 \Ji II C— V 1 


CH 2 


Me 


Me 


CI 


H 


5-0 (3-C0 2 Me-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OC4-COoMe-Ph > )-Dvridine-2-vl 

w \J \* V— / 1 VI w I III Kj y l l ll \\^ C— VI 


CH 2 


Me 


Me 


CI 


H 


5-0 (2-SMe-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0 C3-SMe-Ph , )-Dvridine-2-vl 

w \j \ w ivi ^ i iij u y i ivj 1 1 i ^ (— y i 


CH 2 


Me 


Me 


CI 


H 


5-0 (4-SMe-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0 f^-SOMe-PM -ovridine-2-vl 

\j \j \c— \«j V-/ iviv^ i ill k-/ y i \\-a 1 1 i \^ L— yi 


CH 2 


Me 


Me 


CI 


H 


5-0 CS-SOMe-PM-ovridine^-vl 

w \j \ w Vw* w i viv i ill u y i i \*a 1 1 i t_ y i 


CH 2 


Me 


Me 


CI 


H 


5-0 (^-SOMe-PM -ovridine-2-vl 

w W \ l ^Jw 1 VIU 1 III kJ y 1 \\-A 1 1 1 ^ L— VI 


CH 2 


Me 


Me 


CI 


H 


5-0 (2-S0 2 Me-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0 (3-S0 2 Me-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0 (4-S0 2 Me-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0 C2-SCFo-PhVDvridine-2-vl 

\J V_/ I L— 1 O 1 1 1 J L/y 1 \\*4 III L— VI 


CH 2 


Me 


Me 


CI 


H 


5-0 (3-SCF 3 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0 (4-SCF 3 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


R-0 (P-SOCF.-.-PhVnvridinp-P-vl 


CH 2 


Me 


Me 


CI 


H 


5-0 C3-SOCFo-PhVnvridine-2-vl 

\j v_/ i \j v V-/ i o i ill kj y i i \-A ill C— yi 


CH 2 


Me 


Me 


CI 


H 


5-0 (4-SOCF 3 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0 (2-S0 2 CF 3 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0(3-SO 2 CF 3 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-0 (4-S0 2 CF 3 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCHoPh-Dvridine-2-vl 

\S V— / 1 1 Q 1 II m y 1 111^ l— VI 


CH 2 


Me 


Me 


CI 


H 


5-OCHof2-F-PhVDvridine-2-vl 

w W 1 1 p \ C— \ 1 \ \ j yj y \ \\-A 1 1 1 \^ <— VI 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (3-F-Ph) -pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (4-F-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (2-CI-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCHo (3-CI-PM-Dvridine-2-vl 

w v / 1 i p \ w \— / 1 i ii/ »j y i ivjii i^ i— yi 


CH 2 


Me 


Me 


CI 


H 


5-OCHo f4-CI-Ph , )-Dvridine-2-vl 

w i i p \' i i i i j vj y i m\a 1 1 1 <— y 1 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (2-Br-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCHo C3-Br-Ph > )-Dvridine-2-vl 

w \/v«/ 1 i p i w i — J i i i i y w y i i \*a ii iu j— y i 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (4-Br-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCHo f2-Me-PhVovridine-2-vl 

w V— / 1 i p i £_ i vi i i i y k-' y i i V-4 1 1 i l— y \ 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (3-Me-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (4-Me-Ph)-pyridine-2-yl 


CH ? 


Me 


Me 


CI 


H 


5-OCH 2 (4-t-Bu-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (2-OMe-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (3-OMe-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (4-OMe-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (2-CF 3 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (3-CF 3 -Ph)-pyridine-2-yl 


CH 2 
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Table 4-1 (continued) 



R 1 


R 2 


R 3 


R 4 


R 5 


Y 


Me 


Me 


CI 


H 


5-OCH 2 (4-CF 3 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (2-OCF 3 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCHoC3-OCFo-PhVDvridine-2-vl 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (4-OCF 3 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (2-N0 2 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (3-N0 2 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCHoC4-NOo-PhVnvridine-2-vl 


CH 2 


Me 


Me 


CI 


H 


5-OCHof2-CN-PhVDvridine-2-vl 

kJ w\J 1 I o V ^— / 1 il 1 1 1 J VJ y 1 1 \-4 111^ £— VI 


CH 2 


Me 


Me 


CI 


H 


5-OCHo C3-CN-Ph) -ovridine-2-vl 

\/ \~/ 1 1 p lv 1 M 1 1 1 / y \ \ \-A 1 1 1 L— VI 


CH 2 


Me 


Me 


CI 


H 


5-OCHo ^4-CN-PhVDvridine-2-vl 

w W V-/ 1 1 p IT V- / 1 11 1 11/ L/ y 1 IVJM L— V 1 


CH 2 


Me 


Me 


CI 


H 


5-OCHo (P-COoMe-PhVnvridine-P-vl 

w v>j i i p i <— v w p i v i i mi u y i i 1 1 i y i 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (3-C0 2 Me-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCHo (4-COoMe-PM -ovridine-2-vl 

w w\J 1 1 p IT VJ V p 1 Vltf 1 III L/y 1 1 \-A l \ I \^ L— VI 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (2-SMe-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCHo f3-SMe-Ph , )-Dvridine-2-vl 

w v— ^ >— ' I I p \ w \— * I V I v-» I ill W y I I ll l>-» £— V I 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (4-SMe-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCHo (P-SOMe-PhVnvridine-P-vl 

w W W 1 1 p I C— 1 V 1 1 11/ L/y 1 l\Jl 1 1 1 V-^ C— VI 


CH 2 


Me 


Me 


CI 


H 


5-OCHo (S-SOMe-PhVovridine^-vl 

w vvj i i p i vj v.y iviu i mi k-/ y i i \-A i i i c— y i 


CH 2 


Me 


Me 


CI 


H 


5-OCHo C4-SOMe-Ph , )-Dvridine-2-vl 

w >— /N— / 1 1 p I "T \— ' V— ' 1 vlu 1 III L/y 1 1 >wl 1 1 1 £_ VI 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (2-S0 2 Me-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (3-S0 2 Me-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (4-S0 2 Me-Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCHo f2-SCFo-Ph , )-Dvridine-2-vl 

\J vVJ 1 1 p \l— vJ V—/ 1 O 1 III L/y 1 1 L4 III t_ V 1 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (3-SCF 3 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (4-SCF 3 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (2-SOCF 3 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (3-SOCF 3 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (4-SOCF 3 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (2-S0 2 CF 3 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (3-S0 2 CF 3 -Ph)-pyridine-2-yl 


CH 2 


Me 


Me 


CI 


H 


5-OCH 2 (4-S0 2 CF 3 -Ph)-pyridine-2-yl 


CH 2 



Table 4-2 

[0437] Table 4-2 represents 268 compounds wherein, in the general formula (I), R 1 represents Me, R 2 does Et, R 3 
does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-3 

[0438] Table 4-3 represents 268 compounds wherein, in the general formula (I), R 1 represents Me, R 2 does i-Pr, R 3 
does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-4 

[0439] Table 4-4 represents 268 compounds wherein, in the general formula (I), R 1 represents Me, R 2 does n-Pr, R 3 
does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-5 

[0440] Table 4-5 represents 268 compounds wherein, in the general formula (I), R 1 represents Me, R 2 does t-Bu, R 3 
does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 
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Table 4-6 

[0441] Table 4-6 represents 268 compounds wherein, in the general formula (I), R 1 represents Me, R 2 does n-Bu, 
R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-7 

[0442] Table 4-7 represents 268 compounds wherein, in the general formula (I), R 1 represents Me, R 2 does CF 3 , R 3 
does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-8 

[0443] Table 4-8 represents 268 compounds wherein, in the general formula (I), R 1 represents Me, R 2 does OMe, 
R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-9 

[0444] Table 4-9 represents 268 compounds wherein, in the general formula (I), R 1 represents Me, R 2 does OCHF 2 , 
R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-10 

[0445] Table 4-1 0 represents 268 compounds wherein, in the general formula (I), R 1 represents Me, R 2 does O-i-Pr, 
R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-11 

[0446] Table 4-11 represents 268 compounds wherein, in the general formula (I), R 1 represents Me, R 2 does CI, R 3 
does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-12 

[0447] Table 4-12 represents 268 compounds wherein, in the general formula (I), R 1 represents Me, R 2 does Ph, R 3 
does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-13 

[0448] Table 4-13 represents 268 compounds wherein, in the general formula (I), R 1 represents Me, R 2 does 2-CI- 
Ph, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-14 

[0449] Table 4-14 represents 268 compounds wherein, in the general formula (I), R 1 represents Me, R 2 does 3-CI- 
Ph, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-15 

[0450] Table 4-1 5 represents 268 compounds wherein, in the general formula (I), R 1 represents Me, R 2 does 4-CI- 
Ph, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-16 

[0451] Table 4-1 6 represents 268 compounds wherein, in the general formula (I), R 1 represents Me, R 2 does 2,4-CI 2 - 
Ph, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-17 

[0452] Table 4-1 7 represents 268 compounds wherein, in the general formula (I), R 1 represents Me, R 2 does 2-Me- 
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Ph, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 
Table 4-18 

[0453] Table 4-1 8 represents 268 compounds wherein, in the general formula (I), R 1 represents Me, R 2 does 3-Me- 
Ph, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-19 

[0454] Table 4-1 9 represents 268 compounds wherein, in the general formula (I), R 1 represents Me, R 2 does 4-Me- 
Ph, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-20 

[0455] Table 4-20 represents 268 compounds wherein, in the general formula (I), R 1 represents Me, R 2 does 2-OMe- 
Ph, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-21 

[0456] Table 4-21 represents 268 compounds wherein, in the general formula (I), R 1 represents Me, R 2 does 3-OMe- 
Ph, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-22 

[0457] Table 4-22 represents 268 compounds wherein, in the general formula (I), R 1 represents Me, R 2 does 4-OMe- 
Ph, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-23 

[0458] Table 4-23 represents 268 compounds wherein, in the general formula (I), R 1 represents Me, R 2 does H, R 3 
does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-24 

[0459] Table 4-24 represents 268 compounds wherein, in the general formula (I), R 1 represents H, R 2 does H, R 3 
does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-25 

[0460] Table 4-25 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-26 

[0461] Table 4-26 represents 268 compounds wherein, in the general formula (I), R 1 represents i-Pr, R 2 does H, R 3 
does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-27 

[0462] Table 4-27 represents 268 compounds wherein, in the general formula (I), R 1 represents n-Pr, R 2 does H, R 3 
does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-28 

[0463] Table 4-28 represents 268 compounds wherein, in the general formula (I), R 1 represents t-Bu, R 2 does H, R 3 
does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 
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Table 4-29 

[0464] Table 4-29 represents 268 compounds wherein, in the general formula (I), R 1 represents n-Bu, R 2 does H, 
R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-30 

[0465] Table 4-30 represents 268 compounds wherein, in the general formula (I), R 1 represents CH=CH 2 , R 2 does 
H, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-31 

[0466] Table 4-31 represents 268 compounds wherein, in the general formula (I), R 1 represents CH 2 CH=CH 2 , R 2 
does H, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-32 

[0467] Table 4-32 represents 268 compounds wherein, in the general formula (I), R 1 represents CH 2 C=CH, R 2 does 
H, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-33 

[0468] Table 4-33 represents 268 compounds wherein, in the general formula (I), R 1 represents CH 2 CN, R 2 does H, 
R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-34 

[0469] Table 4-34 represents 268 compounds wherein, in the general formula (I), R 1 represents CH 2 CF 3 , R 2 does 
H, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-35 

[0470] Table 4-35 represents 268 compounds wherein, in the general formula (I), R 1 represents CH 2 Ph, R 2 does H, 
R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-36 

[0471] Table 4-36 represents 268 compounds wherein, in the general formula (I), R 1 represents Ph, R 2 does H, R 3 
does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-37 

[0472] Table 4-37 represents 268 compounds wherein, in the general formula (I), R 1 represents 2-CI-Ph, R 2 does 
H, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-38 

[0473] Table 4-38 represents 268 compounds wherein, in the general formula (I), R 1 represents 3-CI-Ph, R 2 does 
H, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-39 

[0474] Table 4-39 represents 268 compounds wherein, in the general formula (I), R 1 represents 4-CI-Ph, R 2 does 
H, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-40 

[0475] Table 4-40 represents 268 compounds wherein, in the general formula (I), R 1 represents 2,4-CI 2 -Ph, R 2 does 
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H, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 
Table 4-41 

5 [0476] Table 4-41 represents 268 compounds wherein, in the general formula (I), R 1 represents Ac, R 2 does H, R 3 
does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-42 

10 [0477] Table 4-42 represents 268 compounds wherein, in the general formula (I), R 1 represents COPh, R 2 does H, 
R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-43 

15 [0478] Table 4-43 represents 268 compounds wherein, in the general formula (I), R 1 represents CH 2 CH 2 F, R 2 does 
H, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-44 

20 [0479] Table 4-44 represents 268 compounds wherein, in the general formula (I), R 1 represents CH 2 CH 2 CI, R 2 does 
H, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-45 

25 [0480] Table 4-45 represents 268 compounds wherein, in the general formula (I), R 1 represents CH 2 CH 2 Br, R 2 does 
H, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-46 

30 [0481] Table 4-46 represents 268 compounds wherein, in the general formula (I), R 1 represents CH 2 CH 2 OH, R 2 
does H, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-47 

35 [0482] Table 4-47 represents 268 compounds wherein, in the general formula (I), R 1 represents CH 2 CH 2 OMe, R 2 
does H, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-48 

40 [0483] Table 4-48 represents 268 compounds wherein, in the general formula (I) , R 1 represents CH 2 OMe, R 2 does 
H, R 3 does CI, R 4 does H, Ydoes CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . Table 4-49 
[0484] Table 4-49 represents 268 compounds wherein, in the general formula (I), R 1 represents CH 2 OEt, R 2 does 
H, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

45 Table 4-50 

[0485] Table 4-50 represents 268 compounds wherein, in the general formula (I), R 1 represents CH 2 COOH, R 2 does 
H, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

50 Table 4-51 

[0486] Table 4-51 represents 268 compounds wherein, in the general formula (I), R 1 represents CH 2 COOEt, R 2 does 
H, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

55 Table 4-52 

[0487] Table 4-52 represents 268 compounds wherein, in the general formula (I), R 1 represents CH 2 CONHMe, R 2 
does H, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 
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Table 4-53 

[0488] Table 4-53 represents 268 compounds wherein, in the general formula (I), R 1 represents CH 2 CONMe 2 , R 2 
does H, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-54 

[0489] Table 4-54 represents 268 compounds wherein, in the general formula (I), R 1 represents CH 2 CHO, R 2 does 
H, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-55 

[0490] Table 4-55 represents 268 compounds wherein, in the general formula (I), R 1 represents CH 2 CH=NOMe, R 2 
does H, R 3 does CI, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-56 

[0491] Table 4-56 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does H, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-57 

[0492] Table 4-57 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does F, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-58 

[0493] Table 4-58 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does Br, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-59 

[0494] Table 4-59 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does I, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-60 

[0495] Table 4-60 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CF 3 , R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-61 

[0496] Table 4-61 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CN, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-62 

[0497] Table 4-62 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does COOMe, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-63 

[0498] Table 4-63 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CONHMe, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-64 

[0499] Table 4-64 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
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does CONMe 2 , R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 
Table 4-65 

[0500] Table 4-65 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does SMe, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-66 

[0501] Table 4-66 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does SPh, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-67 

[0502] Table 4-67 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does OH, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-68 

[0503] Table 4-68 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does OMe, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-69 

[0504] Table 4-69 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does OPh, R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-70 

[0505] Table 4-70 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does NMe 2 , R 4 does H, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-71 

[0506] Table 4-71 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does Me, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-72 

[0507] Table 4-72 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does Et, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-73 

[0508] Table 4-73 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does n-Pr, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-74 

[0509] Table 4-74 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does i-Pr, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-75 

[0510] Table 4-75 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CH 2 CH=CH 2 , Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 
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Table 4-76 

[0511] Table 4-76 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CH 2 C=CH, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-77 

[0512] Table 4-77 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CH 2 CF 3 , Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-78 

[0513] Table 4-78 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CH 2 CN, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-79 

[0514] Table 4-79 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CH 2 OMe, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-80 

[0515] Table 4-80 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CH 2 OEt, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-81 

[0516] Table 4-81 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CH 2 SMe, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-82 

[0517] Table 4-82 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CH 2 COOEt, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-83 

[0518] Table 4-83 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does COOMe, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-84 

[0519] Table 4-84 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CONHMe, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-85 

[0520] Table 4-85 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CONMe 2 , Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-86 

[0521] Table 4-86 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does Ac, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-87 

[0522] Table 4-87 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
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does CI, R 4 does SPh, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 
Table 4-88 

[0523] Table 4-88 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CH 2 -c-Pr, Y does CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-89 

[0524] Table 4-89 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does CHMe, and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-90 

[0525] Table 4-90 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does CMe 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-91 

[0526] Table 4-91 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does CHOMe, and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-92 

[0527] Table 4-92 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does CHMe, and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-93 

[0528] Table 4-93 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does C(CH 2 ) 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-94 

[0529] Table 4-94 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does CH 2 CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-95 

[0530] Table 4-95 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does CH=CH, and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-96 

[0531] Table 4-96 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does COCH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-97 

[0532] Table 4-97 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does C(OMe)=CH, and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-98 

[0533] Table 4-98 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does C=C, and R 5 corresponds to each of all the substituents shown in Table 4-1 . 
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Table 4-99 

[0534] Table 4-99 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does CH(OH)CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-100 

[0535] Table 4-100 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does CH(OMe)CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-101 

[0536] Table 4-101 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does OCH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-102 

[0537] Table 4-102 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does OCH(Me), and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-103 

[0538] Table 4-103 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does OCH 2 CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-104 

[0539] Table 4-1 04 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does OCH 2 CH=CH, and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-105 

[0540] Table 4-1 05 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does SCH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-106 

[0541] Table 4-1 06 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does SCH 2 CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-107 

[0542] Table 4-1 07 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does NHCH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-108 

[0543] Table 4-1 08 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R4 does H, Y does NHCH 2 CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-109 

[0544] Table 4-1 09 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does N(Me)CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-110 

[0545] Table 4-11 0 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
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does CI, R 4 does H, Y does N(Me)CH 2 CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 
Table 4-111 

[0546] Table 4-111 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does C=0, and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-112 

[0547] Table 4-112 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does C=NOMe, and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-113 

[0548] Table 4-113 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does C((CH 2 ) 2 )CH 2 , and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-114 

[0549] Table 4-114 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does CH(OH), and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-115 

[0550] Table 4-115 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does CH(OMe), and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-116 

[0551] Table 4-116 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does CH(OCH 2 OEt), and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-117 

[0552] Table 4-11 7 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does CH(OCH 2 C=CH 2 ), and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

Table 4-118 

[0553] Table 4-118 represents 268 compounds wherein, in the general formula (I), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Y does CH(OCH 2 C=CH), and R 5 corresponds to each of all the substituents shown in Table 4-1 . 

The general formula (1-4) : 




(1-4) 
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Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-NRS0 2 Me-pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-NHS0 2 CF 3 -pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-SH-pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-SMe-pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-SOMe-pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-S0 2 Me-pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-SCF 3 -pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-SOCF 3 -pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-S0 2 CF 3 -pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-OH-pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-OMe-pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-OCF 3 -pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 

-r [Juji 


tion 


H 


0 


5-OCHF 2 -pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-OCF 2 CHF 2 -pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-OCH(CF 3 ) 2 -pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-OCH 2 CF 3 -pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-OAc-pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-OCOOMe-pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-COOH-pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-COOMe-pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-CONH 2 -pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-CONHMe-pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-CON(Me) 2 -pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-Ac-pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-C(Me)=NOH-pyridirie-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-C(Me)=NOMe-pyridine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-C(Me)=NOCH 2 PhMe-pyridine-2-yl 
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Table 5-1 (continued) 





R 1 


R 2 


R 3 


R 4 


Bond 


(X)n 


Q 


Ar 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


3,5-F 2 -pyridine-2-yl 


O 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


3,5-Cl2 _ pyridine-2-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


3 5-Br^-Dvridine-2-vl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


3,5-l2 - pyridine-2-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


3-F-5-CI-pyridine-2-yl 


10 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


Q.Rr-fS-d-nvriHinp-P-vl 

j ui \j \_s i vjj' ivj M lu C— yi 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


3-F-5-CF 3 -pyridine-2-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


3_OI_5_CF 3 -pyridine-2-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


3-Br-5-CFo-ovridine-2-vl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


3,5-(CF 3 ) 2 -pyridine-2-yl 


15 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


4,6-(CF 3 ) 2 -pyridine-2-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


3-CI-5-CN-nvridine-2-vl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


2-CFCCFo > )o-Dvridine-2-vl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


2-CH(CF 3 ) 2 -pyridine-2-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


2-CFoCFo-ovridine-2-vl 


20 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


2-CF 3 -pyridine-5-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


2-CFo-Dvridine-6-vl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 






Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


6-CI-Dvridazine-3-vl 


25 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


fi-Rr-n\/riHp7i np-^-\/l 

vj lj i ij y i i \j cx£— \ \ \ c \j y i 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


6-l-pyridazine-3-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


6-CF^-nvrida7inp-3-vl 

\j / i o vj y \ \\-A C4_z_ 1 1 i \j y \ 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


6-C N-pyridazine-3-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


6-COOH-pyridazine-3-yl 


30 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


6-COOMe-pyridazine-3-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


6-CONHMe-nvridazine-3-vl 

\j \/ iNi 1 1 v i \Z vj y \ \ \jk C4.£_ 1 1 i ^ w y i 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


6-CON(Me) 2 -pyridazine-3-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


6-OH-pyridazine-3-yl 


35 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


6-OMe-pyridazine-3-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


6-OC F 3 ~pyridazine-3-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


6-OCHF 2 -pyridazine-3-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


6-OCF 2 CHF 2 -pyridazine-3-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


fi-OFfOF^^-nvrid^inp-^-vl 

\j V— ^ i i V— ^ i o i p vj y i i at- 1 1 i c \j y i 


40 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


6-CH(CF 3 ) 2 -pyridazine-3-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


6-CF 2 CF 3 -pyridazine-3-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


pyrimidine-2-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


5- P-py ri midi ne-2-y 1 


45 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


5-CI-pyrimidine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


5-Br-pyrimidine-2-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


5-CF 3 -pyrimidine-2-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


5-CF(CF 3 ) 2 -pyrimidine-2-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


^-OHfCF^^-nvrimidirip^-vl 

\j o i ii\_si 3 /Q ijy i 1 1 1 iuji i ic <— yi 


50 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


o 


5-CFoCF^-Dvrimidine-2-vl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-N0 2 -pyrimidine-2-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-CN-pyrimidine-2-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


pyrazine-2-yl 


55 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-CF 3 -pyrazine-2-yl 


Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


4,6-CI 2 -triazine-2-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


thiophene-2-yl 




Me 


Me 


CI 


H 


4-posi 


tion 


H 


0 


5-CI-thiophene-2-yl 
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Table 5-1 (continued) 



□ 1 






□4 


bond 


(X)n 


Q 


Ar 


Me 


Me 


CI 


H 


4-position 


H 


0 


5-CF 3 -thiophene-2-yl 


Me 


Me 


CI 


H 


4-position 


H 


0 


1 -Me-pyrazole-5-yl 


Me 


Me 


CI 


H 


4-position 


H 


0 


1 -Me-3-CI-pyrazole-5-yl 


Me 


Me 


CI 


H 


4-position 


H 


0 


1 -Me-3-CF 3 -pyrazole-5-yl 


Me 


Me 


CI 


H 


4-position 


H 


0 


3-CF 3 -isoxazole-5-yl 


Me 


Me 


CI 


H 


4-position 


H 


0 


5-CF 3 -isoxazole-3-yl 


Me 


Me 


CI 


H 


4-position 


H 


0 


3-CF 3 -isothiazole-5-yl 


Me 


Me 


CI 


H 


4-position 


H 


0 


5-CI-thiazole-2-yl 


Me 


Me 


CI 


H 


4-position 


H 


0 


5-Br-thiazole-2-yl 


Me 


Me 


CI 


H 


4-position 


H 


0 


5-N0 2 -thiazole-2-yl 


Me 


Me 


CI 


H 


4-position 


H 


0 


5-CN-thiazole-2-yl 


Me 


Me 


CI 


H 


4-position 


H 


0 


4-CI-thiazole-2-yl 


Me 


He 


CI 


H 


4-position 


H 


0 


4-Br-thiazole-2-yl 


Me 


Me 


CI 


H 


4-position 


H 


0 


4-CF 3 -thiazole-2-yl 


Me 


He 


CI 


H 


4-position 


H 


0 


1 -Me-4-CI-imidazole-2-yl 


Me 


Me 


CI 


H 


4-position 


H 


0 


1 -Me-4-Br-imidazole-2-yl 


Me 


Me 


CI 


H 


4-position 


H 


0 


1 -Me-3-CI-triazole-5-yl 


Me 


Me 


CI 


H 


4-position 


H 


0 


quinoline-2-yl 


Me 


Me 


CI 


H 


4-position 


H 


0 


benzothiazole-2-yl 


Me 


Me 


CI 


H 


4-position 


H 


0 


1 -Me-benzimidazole-2-yl 


Me 


Me 


CI 


H 


4-position 


H 


0 


benzoxazole-2-yl 


Me 


Me 


CI 


H 


4-position 


H 


0 


1-Me-indole-2-yl 


Me 


Me 


CI 


H 


4-position 


H 


0 


benzofuran-2-yl 


Me 


Me 


CI 


H 


4-position 


H 


0 


benzothiophene-2-yl 



Note: "Bond" in the Table means the bonded position of the group -Q-Ar. 



Table 5-2 

[0554] Table 5-2 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Me, R 2 does Et, R 3 
does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, and Ar 
corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-3 

[0555] Table 5-3 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Me, R 2 does i-Pr, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, and 
Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-4 

[0556] Table 5-4 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Me, R 2 does n-Pr, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, and 
Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-5 

[0557] Table 5-5 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Me, R 2 does t-Bu, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, and 
Ar corresponds to each of all the substituents shown in Table 5-1 . 
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Table 5-6 

[0558] Table 5-6 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Me, R 2 does n-Bu, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, and 
5 Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-7 

[0559] Table 5-7 represents 1 32 compounds wherein, in the general formula (1 -4), R 1 represents Me, R 2 does CF 3 , 
10 R3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, and 
Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-8 

15 [0560] Table 5-8 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Me, R 2 does OMe, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, and 
Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-9 

20 

[0561] Table 5-9 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Me, R 2 does OCHF 2 , 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, and 
Ar corresponds to each of all the substituents shown in Table 5-1 . 

25 Table 5-10 

[0562] Table 5-10 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Me, R 2 does O-i- 
P R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

30 

Table 5-11 

[0563] Table 5-11 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Me, R 2 does CI, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, and 
35 Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-12 

[0564] Table 5-12 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Me, R 2 does Ph, 
40 R3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, and 
Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-13 

45 [0565] Table 5-1 3 represents 1 32 compounds wherein, in the general formula (I-4), R 1 represents Me, R 2 does 2-CI- 
Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-14 

50 

[0566] Table 5-1 4 represents 1 32 compounds wherein, in the general formula (I-4), R 1 represents Me, R 2 does 3-CI- 
Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

55 Table 5-15 

[0567] Table 5-1 5 represents 1 32 compounds wherein, in the general formula (I-4), R 1 represents Me, R 2 does 4-CI- 
Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, 
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and Ar corresponds to each of all the substituents shown in Table 5-1 . 
Table 5-16 

5 [0568] Table 5-16 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Me, R 2 does 
2,4-CI 2 -Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
does H, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-17 

w 

[0569] Table 5-1 7 represents 1 32 compounds wherein, in the general formula (I-4), R 1 represents Me, R 2 does 2-Me- 
Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

15 Table 5-18 

[0570] Table 5-1 8 represents 1 32 compounds wherein, in the general formula (I-4), R 1 represents Me, R 2 does 3-Me- 
Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

20 

Table 5-19 

[0571 ] Table 5-1 9 represents 1 32 compounds wherein, in the general formula (I-4), R 1 represents Me, R 2 does 4-Me- 
Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, 
25 and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-20 

[0572] Table 5-20 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Me, R 2 does 
30 2-OMe-Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
does H, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-21 

35 [0573] Table 5-21 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Me, R 2 does 

3- OMe-Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
does H, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-22 

40 

[0574] Table 5-22 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Me, R 2 does 

4- OMe-Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
does H, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

45 Table 5-23 

[0575] Table 5-23 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Me, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

50 

Table 5-24 

[0576] Table 5-24 represents 132 compounds wherein, in the general formula (I-4), R 1 represents H, R 2 does H, R 3 
does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
55 and Ar corresponds to each of all the substituents shown in Table 5-1 . 
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Table 5-25 

[0577] Table 5-25 represents 1 32 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-26 

[0578] Table 5-26 represents 132 compounds wherein, in the general formula (I-4), R 1 represents i-Pr, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-27 

[0579] Table 5-27 represents 132 compounds wherein, in the general formula (I-4), R 1 represents n-Pr, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-28 

[0580] Table 5-28 represents 132 compounds wherein, in the general formula (I-4), R 1 represents t-Bu, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-29 

[0581] Table 5-29 represents 132 compounds wherein, in the general formula (I-4), R 1 represents n-Bu, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-30 

[0582] Table 5-30 represents 1 32 compounds wherein, in the general formula (I-4), R 1 represents CH=CH 2 , R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-31 

[0583] Table 5-31 represents 132 compounds wherein, in the general formula (I-4), R 1 represents CH 2 CH=CH 2 , R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-32 

[0584] Table 5-32 represents 132 compounds wherein, in the general formula (I-4), R 1 represents CH 2 C=CH, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-33 

[0585] Table 5-33 represents 132 compounds wherein, in the general formula (I-4), R 1 represents CH 2 CN, R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-34 

[0586] Table 5-34 represents 1 32 compounds wherein, in the general formula (I-4), R 1 represents CH 2 CF 3 , R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 



88 



EP 1 319 657 A1 



3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 
Table 5-35 

5 [0587] Table 5-35 represents 132 compounds wherein, in the general formula (I-4), R 1 represents CH 2 Ph, R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-36 

w 

[0588] Table 5-36 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Ph, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

15 Table 5-37 

[0589] Table 5-37 represents 132 compounds wherein, in the general formula (I-4), R 1 represents 2-CI-Ph, R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

20 

Table 5-38 

[0590] Table 5-38 represents 132 compounds wherein, in the general formula (I-4), R 1 represents 3-CI-Ph, R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
25 3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-39 

[0591] Table 5-39 represents 132 compounds wherein, in the general formula (I-4), R 1 represents 4-CI-Ph, R 2 does 
30 H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-40 

35 [0592] Table 5-40 represents 132 compounds wherein, in the general formula (1-4), R 1 represents 2,4-CI 2 -Ph, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-41 

40 

[0593] Table 5-41 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Ac, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

45 Table 5-42 

[0594] Table 5-42 represents 132 compounds wherein, in the general formula (I-4), R 1 represents COPh, R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

50 

Table 5-43 

[0595] Table 5-43 represents 1 32 compounds wherein, in the general formula (I-4), R 1 represents CH 2 CH 2 F, R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
55 3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 
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Table 5-44 

[0596] Table 5-44 represents 132 compounds wherein, in the general formula (I-4), R 1 represents CH 2 CH 2 CI, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-45 

[0597] Table 5-45 represents 132 compounds wherein, in the general formula (I-4), R 1 represents CH 2 CH 2 Br, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-46 

[0598] Table 5-46 represents 132 compounds wherein, in the general formula (I-4), R 1 represents CH 2 CH 2 OH, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-47 

[0599] Table 5-47 represents 1 32 compounds wherein, in the general formula (I-4), R 1 represents CH 2 CH 2 OMe, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-48 

[0600] Table 5-48 represents 1 32 compounds wherein, in the general formula (I-4), R 1 represents CH 2 OMe, R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-49 

[0601 ] Table 5-49 represents 1 32 compounds wherein, in the general formula (I-4), R 1 represents CH 2 OEt, R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-50 

[0602] Table 5-50 represents 132 compounds wherein, in the general formula (I-4), R 1 represents CH 2 COOH, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-51 

[0603] Table 5-51 represents 132 compounds wherein, in the general formula (I-4), R 1 represents CH 2 COOEt, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-52 

[0604] Table 5-52 represents 1 32 compounds wherein, in the general formula (I-4), R 1 represents CH 2 CONHMe, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-53 

[0605] Table 5-53 represents 132 compounds wherein, in the general formula (I-4), R 1 represents CH 2 CONMe 2 , R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
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3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 
Table 5-54 

5 [0606] Table 5-54 represents 1 32 compounds wherein, in the general formula (I-4), R 1 represents CH 2 CHO, R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-55 

w 

[0607] Table 5-55 represents 132 compounds wherein, in the general formula (I-4), R 1 represents CH 2 CH=NOMe, 
R 2 does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
does 3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

15 Table 5-56 

[0608] Table 5-56 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does H, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

20 

Table 5-57 

[0609] Table 5-57 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does F, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, and 
25 Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-58 

[0610] Table 5-58 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
30 does Br, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-59 

35 [0611] Table 5-59 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does I, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, and 
Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-60 

40 

[0612] Table 5-60 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CF 3 , R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

45 Table 5-61 

[0613] Table 5-61 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CN, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

50 

Table 5-62 

[0614] Table 5-62 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does COOMe, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
55 3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 
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Table 5-63 

[0615] Table 5-63 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does COONHMe, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-64 

[0616] Table 5-64 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does COONMe 2 , R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-65 

[0617] Table 5-65 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does SMe, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-66 

[0618] Table 5-66 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 doesH,R 3 
does SPh, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-67 

[0619] Table 5-67 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 doesH,R 3 
does OH, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-68 

[0620] Table 5-68 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does OMe, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-69 

[0621] Table 5-69 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does OPh, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-70 

[0622] Table 5-70 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does NMe 2 , R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-71 

[0623] Table 5-71 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does Me, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-72 

[0624] Table 5-72 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does Et, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
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and Ar corresponds to each of all the substituents shown in Table 5-1 . 
Table 5-73 

5 [0625] Table 5-73 represents 1 32 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does n-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-74 

w 

[0626] Table 5-74 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does i-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

15 Table 5-75 

[0627] Table 5-75 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CH 2 CH=CH 2 , Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

20 

Table 5-76 

[0628] Table 5-76 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CH 2 C=CH, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
25 3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-77 

[0629] Table 5-77 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
30 does CI, R 4 does CH 2 CF 3 , Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-78 

35 [0630] Table 5-78 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CH 2 CN, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-79 

40 

[0631] Table 5-79 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CH 2 OMe, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

45 Table 5-80 

[0632] Table 5-80 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CH 2 OEt, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

50 

Table 5-81 

[0633] Table 5-81 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CH 2 SMe, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
55 3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 
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Table 5-82 

[0634] Table 5-82 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CH 2 COOEt, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-83 

[0635] Table 5-83 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does COOMe, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-84 

[0636] Table 5-84 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does COOEt, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-85 

[0637] Table 5-85 represents 1 32 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does COO-n-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-86 

[0638] Table 5-86 represents 1 32 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does COO-i-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-87 

[0639] Table 5-87 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does COO-t-Bu, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-88 

[0640] Table 5-88 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
CI, R 4 does COOPh, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-89 

[0641] Table 5-89 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does COOCH 2 Ph, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-90 

[0642] Table 5-90 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CONHMe, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-91 

[0643] Table 5-91 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CONMe 2 , Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
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3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 
Table 5-92 

5 [0644] Table 5-92 represents 1 32 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does Ac, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-93 

w 

[0645] Table 5-93 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does COEt, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

15 Table 5-94 

[0646] Table 5-94 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CO-n-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

20 

Table 5-95 

[0647] Table 5-95 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CO-i-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
25 3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-96 

[0648] Table 5-96 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
30 does CI, R 4 does CO-t-Bu, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-97 

35 [0649] Table 5-97 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does COCF 3 , Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-98 

40 

[0650] Table 5-98 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does COPh, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

45 Table 5-99 

[0651] Table 5-99 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does COCH 2 Ph, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

50 

Table 5-100 

[0652] Table 5-100 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does CO-c-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
55 3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 
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Table 5-101 

[0653] Table 5-101 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does COCH=CHMe, Q does an oxygen atom and the bonded position thereof being a 4-position, (X) 
n does 3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-102 

[0654] Table 5-102 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does SPh, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-103 

[0655] Table 5-103 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does CH 2 -c-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-104 

[0656] Table 5-104 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does a sulfur atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-105 

[0657] Table 5-105 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does NH and the bonded position thereof being a 4-position, (X)n does 3-OMe, and Ar 
corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-106 

[0658] Table 5-106 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does NMe and the bonded position thereof being a 4-position, (X)n does 3-OMe, and Ar 
corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-107 

[0659] Table 5-107 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does NAc and the bonded position thereof being a 4-position, (X)n does 3-OMe, and Ar 
corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-108 

[0660] Table 5-108 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does CH=CH and the bonded position thereof being a 4-position, (X)n does 3-OMe, and Ar 
corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-109 

[0661] Table 5-109 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 H, R 3 CI, 
R 4 H, Q COCH 2 , the bonding position thereof a 4-position, (X)n 3-OMe, and Ar corresponds to each of all the substit- 
uents shown in Table 5-1 . 

Table 5-110 

[0662] Table 5-110 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does C(OMe)=CH and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
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and Ar corresponds to each of all the substituents shown in Table 5-1 . 
Table 5-111 

5 [0663] Table 5-111 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does C^C and the bonded position thereof being a 4-position, (X)n does 3-OMe, and Ar 
corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-112 

w 

[0664] Table 5-112 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does CH 2 =CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, and 
Ar corresponds to each of all the substituents shown in Table 5-1 . 

15 Table 5-113 

[0665] Table 5-113 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does CH(OH)CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

20 

Table 5-114 

[0666] Table 5-114 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does CH(OMe)CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
25 and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-115 

[0667] Table 5-115 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
30 R3 does CI, R 4 does H, Q does OCH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, and Ar 
corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-116 

35 [0668] Table 5-116 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does OCH(Me) and the bonded position thereof being a 4-position, (X)n does 3-OMe, and 
Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-117 

40 

[0669] Table 5-117 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does OCH 2 CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, and 
Ar corresponds to each of all the substituents shown in Table 5-1 . 

45 Table 5-118 

[0670] Table 5-118 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does OCH 2 CH=CH and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

50 

Table 5-119 

[0671] Table 5-119 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does SCH 2 and the bonded position thereof being a 4-position, (X)n 3-OMe, and Ar corre- 
55 sponds to each of all the substituents shown in Table 5-1 . 
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Table 5-120 

[0672] Table 5-120 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does SCH 2 CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, and 
Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-121 

[0673] Table 5-121 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does NHCH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, and Ar 
corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-122 

[0674] Table 5-122 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does NHCH 2 CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, and 
Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-123 

[0675] Table 5-123 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does N(Me)CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, and 
Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-124 

[0676] Table 5-124 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does N(Me)CH 2 CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-125 

[0677] Table 5-125 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does NHCO and the bonded position thereof being a 4-position, (X)n does 3-OMe, and Ar 
corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-126 

[0678] Table 5-126 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does N(Me)CO and the bonded position thereof being a 4-position, (X)n does 3-OMe, and 
Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-127 

[0679] Table 5-127 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does NHCOCH=CH and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-128 

[0680] Table 5-128 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does C=0 and the bonded position thereof being a 4-position, (X)n does 3-OMe, and Ar 
corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-129 

[0681] Table 5-129 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does C=NOMe and the bonded position thereof being a 4-position, (X)n does 3-OMe, and 
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Ar corresponds to each of all the substituents shown in Table 5-1 . 
Table 5-130 

5 [0682] Table 5-130 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 3-position, (X)n does H, and 
Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-131 

10 

[0683] Table 5-131 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 2-position, (X)n does H, and 
Ar corresponds to each of all the substituents shown in Table 5-1 . 

15 Table 5-132 

[0684] Table 5-132 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-CI, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

20 

Table 5-133 

[0685] Table 5-133 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 2-CI, 
25 and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-134 

[0686] Table 5-134 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
30 R3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-Me, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-135 

35 [0687] Table 5-135 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 2-Me, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-136 

40 

[0688] Table 5-136 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 2-OMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

45 Table 5-137 

[0689] Table 5-137 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-CF 3 , 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

50 

Table 5-138 

[0690] Table 5-138 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 2-CF 3 , 
55 and Ar corresponds to each of all the substituents shown in Table 5-1 . 
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Table 5-139 

[0691] Table 5-139 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OH, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-140 

[0692] Table 5-140 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OCHF 2 , 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-141 

[0693] Table 5-141 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OCF 3 , 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-142 

[0694] Table 5-142 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OCF 2 CHF 2 , and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-143 

[0695] Table 5-143 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OCH 2 CF 3 , and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-144 

[0696] Table 5-144 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-NH 2 , 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-145 

[0697] Table 5-145 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-NHMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-146 

[0698] Table 5-146 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-NMe 2 , 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-147 

[0699] Table 5-147 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Qdoes an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-NHAc, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-148 

[0700] Table 5-148 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
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3-NHCOCF3, and Ar corresponds to each of all the substituents shown in Table 5-1 . 
Table 5-149 

5 [0701] Table 5-149 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-NH- 
COOMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-150 

10 

[0702] Table 5-150 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-NHCH 2 COOMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

15 Table 5-151 

[0703] Table 5-151 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-NHCH 2 CN, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

20 

Table 5-152 

[0704] Table 5-152 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-NH- 
25 CONHMe, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-153 

[0705] Table 5-153 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
30 R3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-NHS0 2 Me, and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-154 

35 [0706] Table 5-154 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-NHS0 2 CF 3 , and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-155 

40 

[0707] Table 5-155 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-NHCHF 2 , and Ar corresponds to each of all the substituents shown in Table 5-1 . 

45 Table 5-156 

[0708] Table 5-156 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-N 
(CHF 2 ) 2 , and Ar corresponds to each of all the substituents shown in Table 5-1 . 

50 

Table 5-157 

[0709] Table 5-157 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
55 3-NHCF 2 CHF 2 , and Ar corresponds to each of all the substituents shown in Table 5-1 . 
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Table 5-158 

[0710] Table 5-158 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-NHCH 2 CF 3 , and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-159 

[0711] Table 5-159 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-SH, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-160 

[0712] Table 5-160 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-SMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-161 

[0713] Table 5-161 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-SOMe, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-162 

[0714] Table 5-162 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-S0 2 Me, 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-163 

[0715] Table 5-163 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-SCHF 2 , 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-164 

[0716] Table 5-164 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-SOCHF 2 , and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-165 

[0717] Table 5-165 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-S0 2 CHF 2 , and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-166 

[0718] Table 5-166 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-SCF 3 , 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-167 

[0719] Table 5-167 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-SOCF 3 , 
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and Ar corresponds to each of all the substituents shown in Table 5-1 . 
Table 5-168 

5 [0720] Table 5-168 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-S0 2 CF 3 , 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-169 

10 

[0721] Table 5-169 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-SCF 2 CHF 2 , and Ar corresponds to each of all the substituents shown in Table 5-1 . 

15 Table 5-1 70 

[0722] Table 5-170 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-SOCF 2 CHF 2 , and Ar corresponds to each of all the substituents shown in Table 5-1 . 

20 

Table 5-171 

[0723] Table 5-171 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
25 3-S0 2 CF 2 CHF 2 , and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-172 

[0724] Table 5-172 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
30 R3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-SCH 2 CF 3 , and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-173 

35 [0725] Table 5-173 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-SOCH 2 CF 3 , and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-174 

40 

[0726] Table 5-174 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-S0 2 CH 2 CF 3 , and Ar corresponds to each of all the substituents shown in Table 5-1 . 

45 Table 5-1 75 

[0727] Table 5-175 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3,5-CI 2 , 
and Ar corresponds to each of all the substituents shown in Table 5-1 . 

50 

Table 5-176 

[0728] Table 5-176 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 2,3-CI 2 , 
55 and Ar corresponds to each of all the substituents shown in Table 5-1 . 
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Table 5-177 

[0729] Table 5-177 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3,5-(OMe) 2 , and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-178 

[0730] Table 5-178 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
2,3-(OMe) 2 , and Ar corresponds to each of all the substituents shown in Table 5-1 . 

Table 5-179 

[0731] Table 5-179 represents 132 compounds wherein, in the general formula (I-4), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
2,5-(OMe) 2 , and Ar corresponds to each of all the substituents shown in Table 5-1 . 



The general formula (1-5): 
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Table 6-1 (continued) 
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5-S02Me-pyridine-2-yl 


Me 


Me 


CI 


H 


CHCMe 1 ) 


4-nosition 


H 


0 


5-SCFo-ovridine-2-vl 


Me 


He 


CI 


H 


CH(Me) 


4-position 


H 


0 


5-SOCF 3 -pyridine-2-yl 


Me 


He 


CI 


H 


CH(Me) 


4-position 


H 


o 


5-S0 2 CF 3 -pyridine-2-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


5_OH-pyridine-2-yl 


Me 


Me 


CI 


H 


CHCMe^ 


4-nosition 


H 


o 


5-OMe-nvridine-2-vl 

w ^w' 1 VI ^ KJ y 1 1 \-A 1 1 1 £_ y 1 


Me 


Me 


CI 


H 


W 1 1 l 1 V 1 \Zr I 


4-nn c ;itinn 

" kJ \-s O 1 L 1 W 1 1 


H 


o 


'i-OCF^-nvridinp-P-vl 


Me 


Me 


CI 


H 


CH(Me) 


4-nosition 


H 


o 


5-OCHF 2 -pyridine-2-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


5-OCF 2 CHF 2 -pyridine-2-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


5-OCH(CF 3 ) 2 -pyridine-2-yl 


Me 


Me 


CI 


H 


CHCMe^ 


4-nosition 

UVJOI LIWI 1 


H 


o 


5-OCHoCFo-nvridine-2-vl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


5-OAc-pyridine-2-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


5-OCOOMe-pyridine-2-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


5-COOH-pyridine-2-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


5-COOMe-pyridine-2-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


5-CONH 2 -pyridine-2-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


5-CONHMe-pyridirie-2-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


5-CON(Me) 2 -pyridine-2-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


5-Ac-pyridine-2-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


5-C(Me)=NOH-pyridine-2-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


5-C(Me)=NOMe-pyridine-2-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


5-C(Me)=NOCH 2 Ph-pyridine-2-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


3,5-F 2 -pyridine-2-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


3,5-CI 2 -pyridine-2-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


3,5-Br 2 -pyridine-2-yl 


Me 


Me 


CI 


H 


CHCMe > ) 


4-position 


H 


o 


3 5-L-nvridine-2-vl 

\-J . w 1 p kJ y 1 1 \-A \ \ l \^ {— V 1 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


3-F-5-CI-pyridine-2-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


3-Br-5-CI-pyridine-2-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


3-F-5-CF 3 -pyridine-2-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


3-CI-5-CF 3 -pyridine-2-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


2-F-pyridine-5-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


2-CI-pyridine-5-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


2-Br-pyridine-5-yl 


Me 


Me 


CI 


H 


CHCMe 1 ) 


4-nosition 


H 


o 


P-l-nvridinp-'S-vl 

C— i L/y i i \-A \i y i 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


2-CF(CF 3 ) 2 -pyridine-5-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-nosition 


H 


o 


2-CHCCFoU nvridine-5-vl 

<— V-/ 1 i \ v«/ i o / p u y i i\A iii^ v_/ y i 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


2-CFoCFo-pyridine-5-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


2-CF 3 -pyridine-5-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


2-CF 3 -pyridine-6-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


6-F-pyridazine-3-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


6-CI-pyridazine-3-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


6-Br-pyridazine-3-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


6-l-pyridazine-3-yl 
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Table 6-1 (continued) 





R 1 


R 2 


R 3 


R 4 


Y 


Bond 


(X)n 


Q 


Ar 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


6-CF 3 -pyridazine-3-yl 


O 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


6-CN-pyridazine-3-yl 




Me 


Me 


CI 


H 


CHCMe^ 


4-nosition 


H 


0 


6-COOH-ovridazine-3-vl 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


6-COOMe-pyridazine-3-yl 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


6-CONHMe-pyridazine-3-yl 


10 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


6-CONMe 2 - 


















pyridazine-3-yl 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


6-OH-pyridazine-3-yl 




Me 


Me 


CI 


H 


CHCMe 1 ) 


4-nosition 


H 


0 


6-OMe-ovridazine-3-vl 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


6-OCF 3 -pyridazine-3-yl 


15 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


6-OCHF 2 -pyridazine-3-yl 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


6-OCF 2 CHF 2 -pyridazine-3-yl 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


6-CF(CF 3 ) 2 -pyridazine-3-yl 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


6-CH(CF 3 ) 2 -pyridazine-3-yl 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


6-CF 2 CF 3 -pyridazine-3-yl 


20 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


pyrimidine-2-yl 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


5-F-pyrimidine-2-yl 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


5-CI-pyrimidine-2-yl 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


5-Br-pyrimidine-2-yl 


25 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


5-CF 3 -pyrimidine-2-yl 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


5-CF(CFo)o- 

^ Wl \ UI 3/2 

pyrimidine-2-yl 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


5-CH(CF 3 ) 2 - 
pyrimidine-2-yl 


30 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


5-CF 2 CF 3 - 
pyrimidine-2-yl 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


5-N0 2 -pyrimidine-2-yl 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


5-CN-pyrimidine-2-yl 


35 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


pyrazine-2-yl 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


5-CF 3 -pyrazine-2 -yl 




Me 


Me 


CI 


H 


CHCMe 1 ) 


4-nosition 


H 


o 


4 6-CU-triazine-2-vl 

" ? KJ V— 9 |p LI 1 QZ. 1 1 1 w L— y 1 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


thiophene-2-yl 




Me 


Me 


CI 


H 


CHCMe > ) 


4-position 


H 


o 


5-CI-thioohene-2-vl 

<s v-/ 1 L 1 1 1 w k./ I I I I u L— y i 


40 


Me 


Me 


CI 


H 


CH(Me) 


4-nosition 

i UvOILIvl 1 


H 


o 


5-CFo-thionhene-2-vl 

w \— / 1 O L 1 1 1 \y k/l 1 vl l 1 ^ l— VI 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


-| -Me-pyrazole-5-yl 




Me 


Me 


CI 


H 


CHCMe 1 ) 


4-nosition 


H 


o 


1 -Me-3-CI-ovrazole-5-vl 




Me 


Me 


CI 


H 


CHCMe^ 

\— 9 1 1 \ 1 V 1 \^ J 


4-nosition 


H 


o 


1 -Me-3-CFo- 

1 1 VI w \J 1 o 


45 


















nvrazole-5-vl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


3-CF 3 -isoxazole-5-yl 




Me 


Me 


CI 


H 


CH(Me) 


4-nosition 


H 


o 


5-CF^,-isoxazole-3-vl 




Me 


Me 


CI 


H 


CHCMe 1 ) 


4-nosition 


H 


o 


3-CFo-isoxa7olp- F 5-vl 




Me 


Me 


CI 


H 


CHfMe > ) 


4-nosition 


H 


o 


5-CI-thiazole-2-vl 

W V-/ 1 L 1 1 1 Clt_V_^ 1 L— VI 


50 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


5-Br-thiazole-2-yl 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


5-NO ? -thiazole-2-yl 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


5-CN-thiazole-2-yl 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-CI-thiazole-2-yl 


55 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-Br-thiazole-2-yl 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-CF 3 -thiazole-2-yl 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


1-Me-4-CI- 
imidazole-2-yl 
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Table 6-1 (continued) 



R 1 


R 2 


R 3 


R 4 


Y 


Bond 


fX)n 


Q 


Ar 


Me 


Me 


CI 


H 


v-/ 1 1 1 1 VI C t 


4-nnQitinn 


H 


o 


1 IVIC *~r \—i 1 

imifip7nlp-?-\/l 

1 1 1 i iuaz.u ic L— yi 


Me 


Me 


CI 


H 


V-/ 1 11 IVIC 1 


4-nnQitinn 

"T UUO 1 LIU 1 1 


H 


o 


i _|W|p-3-CI- 

i ivic u \-/ 1 

tria7nlp- f S-vl 

L 1 1 GIZ_ U 1 C \J VI 


Me 


Me 


CI 


l-l 


\_/ 1 1 1 1 VI C I 


4-nnQitinn 


H 


o 


m iinnlinp-P-\/l 

U.UIIIUIIIIC C— VI 


Me 


Me 


CI 


l-l 


v-/ 1 11 1 VI C J 


4-nnQitinn 


H 


o 


hpn^nth ip7nlp-P-\/l 

UC 1 li-U LI 1 1 CU.W IC <— VI 


Me 


Me 


CI 


H 


\-/ 1 II IVIC 1 


4-nnQitinn 

*"T UUOILIWI 1 


H 


o 


i -Mp-hpn7nthiP7nlp-P-vl 

1 IVIC UCI 1 Z.U L 1 II d£— U 1 C {— VI 


Me 


Me 


CI 


l-l 


V-/ 1 1 ^ IVI C J 


4-nnQitinn 

*+ LJUOl L\\J\ 1 


H 


o 


Ljciiz.UAciz.uic C- yi 


Me 


Me 


CI 


H 


V— / 1 1 1 1 VI C ) 


4-nnQitinn 

i [JUO 1 L 1 1 1 


H 


o 


1 _|W|p_jnrln|p-P-\/l 
i ivic iiiuuic L— y i 


Me 


Me 


CI 


H 


CHCMe^ 


4-nnQitinn 


H 


o 


hpn7nfuran-?-vl 


Me 


Me 


CI 


H 


v-/ 1 1 V 1 VI C I 


4-nnQitinn 


H 


o 


hpn7nthinnhpnp-P-vl 

uci IZ.ULI iiuui ici ic L— yi 


Me 


Me 


CI 


H 


V— / 1 i i i vi c / 


4-nnQitinn 

*"T jJUOILIUI 1 


H 


o 


4-F-Ph 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-CI-Ph 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-Br-Ph 


Me 


Me 


CI 


H 


\_/ 1 1 1 1 VI C 1 


4-nnQitinn 

i LJUOl LIUI 1 


H 


o 


4_|\/| e _Ph 


Me 


Me 


CI 


H 


v-/ 1 1 1 1 VI C 1 


4-nnQitinn 


H 


o 


4-OMp-Ph 

" V— /I VI CI II 


Me 


Me 


CI 


H 


Vw/ 1 i i i vi c / 


4-nnQitinn 

*-r |juoiliwi i 


H 


o 


4-CF 3 -Ph 


Me 


Me 


CI 


H 


\-/ 1 1 ^ 1 VI C J 


4-nnQitinn 

*+ LJUo 1 LIUI 1 


H 


o 


h- urpv^rq in 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


4-CF(CF 3 ) 2 -Ph 


Me 


Me 


CI 


H 


\-/ 1 1 1 1 VI C I 


4-nnQitinn 


H 


o 


4-CH/'CF^^-Ph 


Me 


Me 


CI 


H 


v-/ 1 1 V 1 VI C I 


4-nnQitinn 


H 


o 


4-OCF^-Ph 


Me 


Me 


CI 


H 


V— / 1 1 I 1 VI C J 


4-nnQitinn 

*"T UUOILIUI 1 


H 


o 


4-OCH^CF^-Ph 

*-r Vw/Vw* I Ipui o I II 


Me 


Me 


CI 


H 


V— / 1 11 IVIC 1 


4-nnQitinn 

i UUOILIUI 1 


H 


o 


4-OCFoCHFo-Ph 

i V— /V-/ 1 OV-/I II p 1 II 


Me 


Me 


CI 


H 


V-/ 1 1 1 1 VI C 1 


4-nnQitinn 

*■+ UUOILIUI 1 


H 


o 


4-OCHF^-Ph 

*T UU III p 1 II 


Me 


Me 


CI 


H 


Vw/ 1 1 1 1 VI C 1 


4-nnQitinn 

t UUOILIUI 1 


H 


o 


4-OC H f M p"! C F„ -P h 

*-r v«»/\^/i iiiviciui o I II 


Me 


Me 


CI 


H 


v-/ 1 1 V 1 VI C I 


4-nnQitinn 

" UUOILIUI 1 


H 


o 


4-ocH^r:F^r:HF^-Ph 

" V— /v-/ 1 IpV-zl p\-/l II p 1 II 


Me 


Me 


CI 


H 


Vw/ 1 i i i vi c / 


4-nnQitinn 

*"T UUOILIUI 1 


H 


o 


4-OAc-Ph 

*-r Vw/nu I I I 


Me 


Me 


CI 


H 


V-/ 1 II IVIC 1 


4-nnQitinn 

"T UUOILIUI 1 


H 


o 


4-OCOOMp-Ph 


Me 


Me 


CI 


H 


V— / 1 1 1 1 VI C 1 


4-nnQitinn 

H" pUOl LIUI 1 


H 


o 


4-CN-Ph 


Me 


Me 


CI 


H 


V-/ 1 1 1 1 VI C 1 


4-nnQitinn 

t UUOILIUI 1 


H 


o 


■"T V./Vw'Vw'l 1 1 1 1 


Me 


Me 


CI 


H 


1 1 1 1 VI C 1 


4-nnQitinn 

UUOILIUI 1 


H 


o 


4-COOMp-P 

" V^UUIVIC 1 


Me 


Me 


CI 


H 


v_/ 1 1 ^ IVI C ^ 


4-nnQitinn 

■+ |JUOl LIUI 1 


H 


o 


4-CONHMp-Ph 
h- \_/ v_y i \j i 1 1 v i c nil 


Me 


Me 


CI 


|-| 


v_/ 1 1 ^ IVI C y 


4-nnQitinn 

H- UUOILIUI 1 


H 


o 


4-CONMp -Ph 
i 1 n i vicp rii 


Me 


Me 


CI 


H 


CHi'Mp^ 

V-/ 1 1 11 VI C 1 


4-nnQitinn 

*+ puoi LIUI 1 


H 


o 


4-NO^-Ph 

•+ i m v— 'p n 1 1 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-NH 2 -Ph 


Me 


Me 


CI 


H 


v-/ n ^ ivi c j 


4-nnQitinn 

*+ LJUOI LIUI 1 


H 


o 


4-NHMp-Ph 

H- 1 N 1 1 IVI c r 1 1 


Me 


Me 


CI 


H 


\-/ n ^ ivi c y 


4-nnQitinn 

H- pUOl LIUI 1 


H 


o 


4-NMp^-Ph 

*+ 1 \ IVI Co 1 1 1 


Me 


Me 


CI 


H 


v_/ 1 1 ^ IVI C y 


4-nnQitinn 

*+ pUol LIUI 1 


H 


o 


4-NHCOOMp-Ph 
i iNnouuivic in 


Me 


Me 


CI 


H 


V— / 1 1 1 IVI C 1 


4-nnQitinn 

*T UUOILIUI 1 


H 


o 


4-NHOOOFt-Ph 

*T" IMI l\-/V„/\_/l L 1 II 


Me 


Me 


CI 


H 


V-/ 1 1 1 IVI C 1 


4-nnQitinn 

i LJUOl LIUI 1 


H 


o 


4-NHCOO-i-Pr-Ph 

■ iNnuuu i i i i 1 1 


Me 


Me 


CI 


H 


V-/ 1 II IVIC 1 


4-nnQitinn 

*"T UUOILIUI 1 


H 


o 


1- INI 1 v-/ V— / U V-/ 1 lp\-/l 1 — V— / 1 lp 

-Ph 


Me 


Me 


CI 


H 


\-/ 1 i v i vi c i 


4-nnQitinn 

*T LJUOI LIUI 1 


H 


o 


*+ iNnuuuunu — o i i nil 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-NHCOOPh-Ph 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-NHCOOCH 2 Ph-Ph 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-NHCO-t-Bu-Ph 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-NHCOCF 3 -Ph 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-NHCOCH 2 CI-Ph 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-NHAc-Ph 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-NHCOCH=CHMe-Ph 
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Table 6-1 (continued) 





R 1 


R 2 


R 3 


R 4 


Y 


Bond 


(X)n 


Q 


Ar 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


4-NHCO-c-Pr-Ph 


O 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-NHCOPh-Ph 




Me 


Me 


CI 


H 


CHCMe^ 


4-nosition 


H 


0 


4-NHCOfthioohene- 
2-vh-Ph 

£_ y \) i ii 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-NHCO(pyridine-2-yl)-Ph 


10 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


4-NHS0 2 Me-Ph 


Me 


Me 


CI 


H 


CHCMe'l 


4-no c ;ition 

"T UUO 1 LIWI 1 


H 


0 


4-NHSOo-c-Pr-Ph 

"T INI 1 \-J Vw/ p O 1 1 III 




Me 


Me 


CI 


H 




4-nosition 


H 


0 


4-NHSOoCFo-Ph 

1 1 VJ VOW 1 O 1 II 




Me 


Me 


CI 


H 


CHCMe 1 ) 


4-nosition 


H 


0 


4-NHSOoPh-Ph 

i 1 Ml 1 VJ p 1 II 1 II 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-SCF 3 -Ph 


15 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


4-SOCF 3 -Ph 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-S0 2 CF 3 -Ph 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4_SMe-Ph 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-SOMe-P 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-S0 2 Me-Ph 


20 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-t-Bu-Ph 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-Ac-Ph 




Me 


Me 


CI 


H 


CHCMe^ 


4-nosition 
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Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-(C(Me)=NOMe)-Ph 


25 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-(C(Me)=NOCH 2 CR=CH 2 )-Ph 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


4-(C(Me)=NO-t-Bu)-Ph 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-(C(Me)=NOCH 2 (4-F-Ph) ) -Ph 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-(C(Me)=NOCH 2 (2,4-CI 2 -Ph))-Ph 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-(C(Me)=NOCH 2 (2,6-CI 2 -Ph))-Ph 


30 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


o 


4-(C(Me)=NOCH 2 C= CH)-Ph 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-(C(Me)=NO-t-C 5 H^J-Ph 




Me 


Me 


CI 
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CH(Me) 


4-position 
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0 


4-(C(Me)=NOCH 2 (4-CI-Ph))-Ph 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-(C(Me)=NOCH 2 (4-CF 3-Ph))-Ph 


35 


Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-(C(Me)=NOCH 2 (2,3-CI 2 -Ph))-Ph 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-(C(Me)=NOCR 2 (2,5- 
Cl 2 -Ph))-Ph 




Me 


Me 


CI 


H 


CH(Me) 


4-position 


H 


0 


4-(C(Me)=NOCH 2 (2-CI-pyridine-5-yl))-Ph 




Note: "Bond" in the Tables means the bonded position of t 


he group -Q-Ar. 



Table 6-2 

[0732] Table 6-2 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Me, R 2 does Et, R 3 
does CI, R 4 does H, Q does an oxygen atom ad the bonded position thereof being a 4-position, (X)n does H, Y does 
CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-3 

[0733] Table 6-3 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Me, R 2 does i-Pr, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, Y 
does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-4 

[0734] Table 6-4 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Me, R 2 does n-Pr, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, Y 
does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 
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Table 6-5 

[0735] Table 6-5 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Me, R 2 does t-Bu, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, Y 
does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-6 

[0736] Table 6-6 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Me, R 2 does n-Bu, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, Y 
does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-7 

[0737] Table 6-7 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Me, R 2 does CF 3 , 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, Y 
does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-8 

[0738] Table 6-8 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Me, R 2 does OMe, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, Y 
does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-9 

[0739] Table 6-9 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Me, R 2 does OCHF 2 , 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, Y 
does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-10 

[0740] Table 6-1 0 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Me, R 2 does O-i- 
Pr, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-11 

[0741] Table 6-11 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Me, R 2 does CI, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, Y 
does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-12 

[0742] Table 6-12 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Me, R 2 does Ph, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, Y 
does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-13 

[0743] Table 6-1 3 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Me, R 2 does 2-CI- 
Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-14 

[0744] Table 6-1 4 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Me, R 2 does 3-CI- 
Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, 
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Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 
Table 6-15 

5 [0745] Table 6-1 5 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Me, R 2 does 4-CI- 
Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-16 

w 

[0746] Table 6-16 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Me, R 2 does 
2,4-CI 2 -Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
does H, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

15 Table 6-17 

[0747] Table 6-1 7 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Me, R 2 does 2-Me- 
Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

20 

Table 6-18 

[0748] Table 6-1 8 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Me, R 2 does 3-Me- 
Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, 
25 Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-19 

[0749] Table 6-1 9 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Me, R 2 does 4-Me- 
30 Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does H, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-20 

35 [0750] Table 6-20 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Me, R 2 does 

2- OMe-Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
does H, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-21 

40 

[0751] Table 6-21 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Me, R 2 does 

3- OMe-Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
does H, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

45 Table 6-22 

[0752] Table 6-22 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Me, R 2 does 

4- OMe-Ph, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
does H, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

50 

Table 6-23 

[0753] Table 6-23 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Me, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
55 Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 
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Table 6-24 

[0754] Table 6-24 represents 198 compounds wherein, in the general formula (I-5), R 1 represents H, R 2 does H, R 3 
does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y 
5 does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-25 

[0755] Table 6-25 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
10 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y 
does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-26 

15 [0756] Table 6-26 represents 198 compounds wherein, in the general formula (I-5), R 1 represents i-Pr, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-27 

20 

[0757] Table 6-27 represents 198 compounds wherein, in the general formula (I-5), R 1 represents n-Pr, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

25 Table 6-28 

[0758] Table 6-28 represents 198 compounds wherein, in the general formula (I-5), R 1 represents t-Bu, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

30 

Table 6-29 

[0759] Table 6-29 represents 198 compounds wherein, in the general formula (I-5), R 1 represents n-Bu, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
35 Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-30 

[0760] Table 6-30 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents CH=CH 2 , R 2 does 
40 h, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-31 

45 [0761] Table 6-31 represents 198 compounds wherein, in the general formula (I-5), R 1 represents CH 2 CH=CH 2 , R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-32 

50 

[0762] Table 6-32 represents 198 compounds wherein, in the general formula (I-5), R 1 represents CH 2 C=CH, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

55 Table 6-33 

[0763] Table 6-33 represents 198 compounds wherein, in the general formula (I-5), R 1 represents CH 2 CN, R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
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3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 
Table 6-34 

5 [0764] Table 6-34 represents 1 98 compounds wherein, in the general formula (l-S), R 1 represents CH 2 CF 3 , R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom an the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-35 

w 

[0765] Table 6-35 represents 198 compounds wherein, in the general formula (I-5), R 1 represents CH 2 Ph, R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

15 Table 6-36 

[0766] Table 6-36 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Ph, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

20 

Table 6-37 

[0767] Table 6-37 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents 2-CI-Ph, R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
25 3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-38 

[0768] Table 6-38 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents 3-CI-Ph, R 2 does 
30 H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-39 

35 [0769] Table 6-39 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents 4-CI-Ph, R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-40 

40 

[0770] Table 6-40 represents 198 compounds wherein, in the general formula (I-5), R 1 represents 2,4-CI 2 -Ph, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

45 Table 6-41 

[0771] Table 6-41 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Ac, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

50 

Table 6-42 

[0772] Table 6-42 represents 198 compounds wherein, in the general formula (I-5), R 1 represents COPh, R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
55 3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 
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Table 6-43 

[0773] Table 6-43 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents CH 2 CH 2 F, R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
5 3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-44 

[0774] Table 6-44 represents 198 compounds wherein, in the general formula (I-5), R 1 represents CH 2 CH 2 CI, R 2 
10 does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-45 

15 [0775] Table 6-45 represents 198 compounds wherein, in the general formula (I-5), R 1 represents CH 2 CH 2 Br, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-46 

20 

[0776] Table 6-46 represents 198 compounds wherein, in the general formula (1-5), R 1 represents CH 2 CH 2 OH, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

25 Table 6-47 

[0777] Table 6-47 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents CH 2 CH 2 OMe, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

30 

Table 6-48 

[0778] Table 6-48 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents CH 2 OMe, R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
35 3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-49 

[0779] Table 6-49 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents CH 2 OEt, R 2 does 
40 h, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-50 

45 [0780] Table 6-50 represents 198 compounds wherein, in the general formula (I-5), R 1 represents CH 2 COOH, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-51 

50 

[0781] Table 6-51 represents 198 compounds wherein, in the general formula (I-5), R 1 represents CH 2 COOEt, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

55 Table 6-52 

[0782] Table 6-52 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents CH 2 CONHMe, R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
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3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 
Table 6-53 

5 [0783] Table 6-53 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents CH 2 CONMe 2 , R 2 
does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-54 

w 

[0784] Table 6-54 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents CH 2 CHO, R 2 does 
H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

15 Table 6-55 

[0785] Table 6-55 represents 198 compounds wherein, in the general formula (I-5), R 1 represents CH 2 CH=NOMe, 
R 2 does H, R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n 
does 3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

20 

Table 6-56 

[0786] Table 6-56 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does H, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y 
25 does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-57 

[0787] Table 6-57 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
30 does F, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y 
does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-58 

35 [0788] Table 6-58 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 H, R 3 does 
Br, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y does 
CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-59 

40 

[0789] Table 6-59 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does I, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y 
does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

45 Table 6-60 

[0790] Table 6-60 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does CF 3 , R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

50 

Table 6-61 

[0791] Table 6-61 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 doesH, R 3 
does CN, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
55 Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 
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Table 6-62 

[0792] Table 6-62 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does COOMe, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
5 3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-63 

[0793] Table 6-63 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
10 does CONHMe, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-64 

15 [0794] Table 6-64 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does CONMe 2 , R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-65 

20 

[0795] Table 6-65 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does SMe, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

25 Table 6-66 

[0796] Table 6-66 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does SPh, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

30 

Table 6-67 

[0797] Table 6-67 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does OH, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
35 Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-68 

[0798] Table 6-68 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
40 does OMe, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-69 

45 [0799] Table 6-69 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does OPh, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-70 

50 

[0800] Table 6-70 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does NMe 2 , R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

55 Table 6-71 

[0801] Table 6-71 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 doesH,R 3 
does CI, R 4 does Me, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
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Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 
Table 6-72 

5 [0802] Table 6-72 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does Et, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-73 

w 

[0803] Table 6-73 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does n-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

15 Table 6-74 

[0804] Table 6-74 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does i-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

20 

Table 6-75 

[0805] Table 6-75 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CH 2 CH=CH 2 , Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
25 3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-76 

[0806] Table 6-76 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
30 does CI, R 4 does CH 2 C=CH, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-77 

35 [0807] Table 6-77 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CH 2 CF 3 , Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-78 

40 

[0808] Table 6-78 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CH 2 CN, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

45 Table 6-79 

[0809] Table 6-79 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CH 2 OMe, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

50 

Table 6-80 

[0810] Table 6-80 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 doesH,R 3 
does CI, R 4 does CH 2 OEt, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
55 3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 
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Table 6-81 

[0811] Table 6-81 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CH 2 SMe, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
5 3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-82 

[0812] Table 6-82 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
10 CI, R 4 does CH 2 COOEt, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-83 

15 [0813] Table 6-83 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 doesH, R 3 
CI, R 4 does COOMe, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-84 

20 

[0814] Table 6-84 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 doesH,R 3 
does CI, R 4 does COOEt, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

25 Table 6-85 

[0815] Table 6-85 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 doesH,R 3 
does CI, R 4 does COO-n-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

30 

Table 6-86 

[0816] Table 6-86 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 doesH,R 3 
does CI, R 4 does COO-i-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
35 3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-87 

[0817] Table 6-87 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
40 does CI, R 4 does COO-t-Bu, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-88 

45 [0818] Table 6-88 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 doesH,R 3 
does CI, R 4 does COOPh, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-89 

50 

[0819] Table 6-89 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 doesH,R 3 
does CI, R 4 does COOCH 2 Ph, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

55 Table 6-90 

[0820] Table 6-90 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
CI, R 4 does CONHMe, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
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Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 
Table 6-91 

5 [0821] Table 6-91 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CONMe 2 , Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-92 

w 

[0822] Table 6-92 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does Ac, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

15 Table 6-93 

[0823] Table 6-93 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does COEt, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

20 

Table 6-94 

[0824] Table 6-94 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CO-n-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
25 3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-95 

[0825] Table 6-95 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
30 does CI, R 4 does CO-i-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-96 

35 [0826] Table 6-96 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does CO-t-Bu, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-97 

40 

[0827] Table 6-97 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does COCF 3 , Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

45 Table 6-98 

[0828] Table 6-98 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
does CI, R 4 does COPh, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

50 

Table 6-99 

[0829] Table 6-99 represents 1 98 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, R 3 
CI, R 4 does COCH 2 Ph, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
55 Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 
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Table 6-100 

[0830] Table 6-100 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does CO-c-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-101 

[0831] Table 6-101 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does COCH=CHMe, Q does an oxygen atom and the bonded position thereof being a 4-position, (X) 
n does 3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-102 

[0832] Table 6-102 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 CI, R 4 does SPh, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y 
does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-103 

[0833] Table 6-103 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does CH 2 -c-Pr, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-104 

[0834] Table 6-104 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does a sulfur atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y 
does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-105 

[0835] Table 6-105 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does NH and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y does CH 
(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-106 

[0836] Table 6-106 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does NMe and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y does 
CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-107 

[0837] Table 6-107 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does NAc and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y does CH 
(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-108 

[0838] Table 6-108 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does CH=CH and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y does 
CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-109 

[0839] Table 6-109 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does COCH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y does 
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CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 
Table 6-110 

5 [0840] Table 6-110 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does CH(OMe)=CH and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-111 

w 

[0841] Table 6-111 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does C=C and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y does 
CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

15 Table 6-112 

[0842] Table 6-112 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does CH 2 CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y does 
CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

20 

Table 6-113 

[0843] Table 6-113 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does CH(OH)CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y 
25 does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-114 

[0844] Table 6-114 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
30 R3 does CI, R 4 does H, Q does CH(OMe)CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-115 

35 [0845] Table 6-115 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does OCH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y does 
CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-116 

40 

[0846] Table 6-116 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does OCHMe and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y does 
CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

45 Table 6-117 

[0847] Table 6-117 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does OCH 2 CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y 
does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

50 

Table 6-118 

[0848] Table 6-118 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does OCH 2 CH=CH and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
55 Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 
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Table 6-119 

[0849] Table 6-119 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does SCH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y does 
CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-120 

[0850] Table 6-120 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does SCH 2 CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y 
does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-121 

[0851] Table 6-121 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does NHCH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y does 
CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-122 

[0852] Table 6-122 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does NHCH 2 CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y 
does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-123 

[0853] Table 6-123 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does N(Me)CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y 
does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-124 

[0854] Table 6-124 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does N(Me)CH 2 CH 2 and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-125 

[0855] Table 6-125 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does NHCO and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y does 
CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-126 

[0856] Table 6-126 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does N(Me)CO and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y 
does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-127 

[0857] Table 6-127 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does NHCOCH=CH and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-128 

[0858] Table 6-128 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does C=0 and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y does CH 
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Table 6-129 

5 [0859] Table 6-129 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does C=NOMe and the bonded position thereof being a 4-position, (X)n does 3-OMe, Y does 
CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-130 

10 

[0860] Table 6-130 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 3-position, (X)n does H, Y 
does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

15 Table 6-131 

[0861] Table 6-131 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 2-position, (X)n does H, Y 
does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

20 

Table 6-132 

[0862] Table 6-132 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-CI, 
25 Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-133 

[0863] Table 6-133 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
30 R3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 2-CI, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-134 

35 [0864] Table 6-134 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-Me, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-135 

40 

[0865] Table 6-135 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 2-Me, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

45 Table 6-136 

[0866] Table 6-136 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 2-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

50 

Table 6-137 

[0867] Table 6-137 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-CF 3 , 
55 Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 
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Table 6-138 

[0868] Table 6-138 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 2-CF 3 , 
5 Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-139 

[0869] Table 6-139 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
10 R3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OH, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-140 

15 [0870] Table 6-140 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OCHF 2 , 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-141 

20 

[0871] Table 6-141 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OCF 3 , 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

25 Table 6-142 

[0872] Table 6-142 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OCF 2 CHF 2 , Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

30 

Table 6-143 

[0873] Table 6-143 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
35 3-OCH 2 CF 3 , Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-144 

[0874] Table 6-144 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
40 R3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-OCH 2 CF 3 , Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-145 

45 [0875] Table 6-145 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-NHMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-146 

50 

[0876] Table 6-146 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-NMe 2 , 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

55 Table 6-147 

[0877] Table 6-147 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-NHAc, 
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Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 
Table 6-148 

5 [0878] Table 6-148 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-NHCOCF 3 , Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-149 

10 

[0879] Table 6-149 represents 198 compounds wherein, in the general formula (l-S), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-NH- 
COOMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

15 Table 6-150 

[0880] Table 6-150 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-NHCH 2 COOMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

20 

Table 6-151 

[0881] Table 6-151 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
25 3-NHCH 2 CN, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-152 

[0882] Table 6-152 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
30 R3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-NH- 
CONHMe, Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-153 

35 [0883] Table 6-153 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 H, R 3 CI, 
R 4 H, Q an oxygen atom, the bonding position thereof a 4-position, (X)n 3-NHS0 2 Me, Y CH(Me), and Ar corresponds 
to each of all the substituents shown in Table 6-1 . 

Table 6-154 

40 

[0884] Table 6-154 represents 198 compounds wherein, in the general formula (1-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-NHS0 2 CF 3 , Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

45 Table 6-155 

[0885] Table 6-155 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-NHCHF 2 , Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

50 

Table 6-156 

[0886] Table 6-156 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-N 
55 (CHF 2 ) 2 , Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 
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Table 6-157 

[0887] Table 6-157 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-NHCF 2 CHF 2 , Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-158 

[0888] Table 6-158 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-NHCH 2 CF 3 , Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-159 

[0889] Table 6-159 represents 198 compounds wherein, in the general formula (l-S), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-SH, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-160 

[0890] Table 6-160 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-SMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-161 

[0891] Table 6-161 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-SOMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-162 

[0892] Table 6-162 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-S0 2 Me, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-163 

[0893] Table 6-163 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-SCHF 2 , 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-164 

[0894] Table 6-164 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-SOCHF 2 , Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-165 

[0895] Table 6-165 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-S0 2 CHF 2 , Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-166 

[0896] Table 6-166 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-SCF 3 , 



125 



EP 1 319 657 A1 



Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 
Table 6-167 

5 [0897] Table 6-167 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-SOCF 3 , 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-168 

10 

[0898] Table 6-168 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-S0 2 CF 3 , 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

15 Table 6-169 

[0899] Table 6-169 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-SCF 2 CHF 2 , Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

20 

Table 6-170 

[0900] Table 6-170 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
25 3-SOCF 2 CHF 2 , Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-171 

[0901] Table 6-171 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
30 R3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-S0 2 CF 2 CHF 2 , Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-172 

35 [0902] Table 6-172 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-SCH 2 CF 3 , Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-173 

40 

[0903] Table 6-173 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-SOCH 2 CF 3 , Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

45 Table 6-174 

[0904] Table 6-174 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3-S0 2 CH 2 CF 3 , Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

50 

Table 6-175 

[0905] Table 6-175 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3,5-CI 2 , 
55 Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 
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Table 6-176 

[0906] Table 6-176 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 2,3-CI 2 , 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-177 

[0907] Table 6-177 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
3,5-(OMe) 2 , Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-178 

[0908] Table 6-178 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
2,3-(OMe) 2 , Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-179 

[0909] Table 6-179 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 
2,5-(OMe) 2 , Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-180 

[0910] Table 6-180 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-181 

[0911] Table 6-181 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(OMe), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-182 

[0912] Table 6-182 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(Et), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-183 

[0913] Table 6-183 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does C(CH 2 ) 2 , and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-184 

[0914] Table 6-184 represents 198 compounds wherein, in the general formula (l-S), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH 2 CH 2 , and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-185 

[0915] Table 6-185 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
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Y does CH=CH, and Ar corresponds to each of all the substituents shown in Table 6-1 . 
Table 6-186 

5 [0916] Table 6-186 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does COCH 2 , and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-187 

10 

[0917] Table 6-187 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does C(OMe)=CH, and Ar corresponds to each of all the substituents shown in Table 6-1 . 

15 Table 6-188 

[0918] Table 6-188 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does C=C, and Ar corresponds to each of all the substituents shown in Table 6-1 . 

20 

Table 6-189 

[0919] Table 6-189 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
25 Y does CH(OH)CH 2 , and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-190 

[0920] Table 6-190 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
30 R3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(OMe)CH 2 , and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-191 

35 [0921] Table 6-191 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does OCH 2 , and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-192 

40 

[0922] Table 6-192 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does OCH(Me), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

45 Table 6-193 

[0923] Table 6-193 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does OCH 2 CH 2 , and Ar corresponds to each of all the substituents shown in Table 6-1 . 

50 

Table 6-194 

[0924] Table 6-194 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
55 Y does OCH 2 CH=CH, and Ar corresponds to each of all the substituents shown in Table 6-1 . 
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Table 6-195 

[0925] Table 6-195 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a4-position, (X)n does 3-OMe, 
5 Y does SCH 2 , and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-196 

[0926] Table 6-196 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
10 R3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does SCH 2 CH 2 , and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-197 

15 [0927] Table 6-197 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does NHCH 2 , and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-198 

20 

[0928] Table 6-198 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does NHCH 2 CH 2 , and Ar corresponds to each of all the substituents shown in Table 6-1 . 

25 Table 6-199 

[0929] Table 6-199 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does N(Me)CH 2 , and Ar corresponds to each of all the substituents shown in Table 6-1 . 

30 

Table 6-200 

[0930] Table 6-200 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position; (X)n does 3-OMe, 
35 Y does N(Me)CH 2 CH 2 , and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-201 

[0931] Table 6-201 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
40 R3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does C=0, and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-202 

45 [0932] Table 6-202 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does C=NOMe, and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-203 

50 

[0933] Table 6-203 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does C((CH 2 ) 2 )CH 2 , and Ar corresponds to each of all the substituents shown in Table 6-1 . 

55 Table 6-204 

[0934] Table 6-204 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 
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Y does CH(OCH 2 OEt), and Ar corresponds to each of all the substituents shown in Table 6-1 . 
Table 6-205 

5 [0935] Table 6-205 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(OCH 2 CH=CH 2 ), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

Table 6-206 

10 

[0936] Table 6-206 represents 198 compounds wherein, in the general formula (I-5), R 1 represents Et, R 2 does H, 
R 3 does CI, R 4 does H, Q does an oxygen atom and the bonded position thereof being a 4-position, (X)n does 3-OMe, 

Y does CH(OCH 2 C=CH), and Ar corresponds to each of all the substituents shown in Table 6-1 . 

[0937] The N-(4-pyrazolyl)amide derivative of the present invention represented by the general formula (I) or a salt 

15 thereof is useful for agrohorticultural agent, especially for agrohorticultural fungicides or fungicides. Roughly saying, 
the composition of the present invention is effective against the diseases due to mold fungi diseases, for example, the 
diseases due to Deuteromycetes such as Genus Botrytis, Genus Helminthosporium, Genus Fusarium, Genus Septoria, 
Genus Cercospora, Genus Pyricularia and Genus Alternaria; the diseases due to Basidiomycetes such as Genus 
Hemileia, Genus Rhizoctonia and Genus Puccinia; the diseases due to Ascomycetes such as Genus Venturia, Genus 

20 Podosphaera, Genus Erysiphe, Genus Monilinia and Genus Unsinula; and the diseases due to the other fungi such 
as Genus Ascochyta, Genus Phoma, Genus Pythium, Genus Corticium and Genus Pyrenophora. 
[0938] Specific examples of the diseases against which the composition of the present invention exhibit a marked 
effect include rice blast ( Pyricularia oryzae ), rice sheath blight ( Rhizoctonia solani ), rice Helminthosporium leaf spot 
( Cochliobolus miyabeanus ), rice seedling blight ( Rhizopus chinensis , Pythium graminicola, Fusarium graminicola, 

25 Fusarium roseum, Mucor sp., Phoma sp ., Tricoderma sp.), rice bakanae disease (Gibberellafujikuroi ), powdery mildew 
of barley and wheat ( Erysiphe graminis ), powdery mildew of cucumber (Sphaerotheca fuliginea ), powdery mildew of 
other host plants, eye spot of barley and wheat (Pseudocercosporella herpotrichoides ), flag smut of wheat, etc. ( Uro- 
cystis tritici ), snow mold of barley and wheat ( Fusarium nivale , Pythium iwayamai , Typhla ishikariensis , Sclerotinia 
boreasis ), oats crown rust ( Pucciniacoronata ), stem rust of other plants, gray mold of cucumber and strawberry (Botrytis 

30 cinerea ), sclerotinia rot of tomato and cabbage ( Sclerotinia sclerotiorum), late blight of potato and tomato ( Phytophthora 
infestans) , Phytophthora rot of other plants, downy mildew of various plants such as cucumber downy mildew (Pseu- 
doperonospora cubensis ), grape downy mildew ( Plasmopara viticola ), etc., apple scab ( Venturia inaequalis ), apple 
Alternaria leaf spot ( Alternaria mali ), pear black spot ( Alternaria kikuchiana ), citrus melanose ( Diaporthe citri ), citrus 
scab ( Elsinoe fawcetti ), sugar beet Cercospora leaf spot ( Cercospora beticola ), peanut brown leaf spot ( Cercospora 

35 arachidicola ), peanut leaf spot (Cercospora personata ), septoria leaf spot of wheat ( Septoria tritici ), glume blotch of 
wheat ( Septoria nodorum ), scald of barley ( Rhynchosporium secalis ), bunt of wheat ( Tilletia caries ), lawn grass brown 
patch (Rhizoctonia solani ), lawn grass dollar spot of lawn grass (Sclerotinia homoeocarpe ) etc. 
[0939] The agrohorticultural fungicide, containing the N-(4-pyrazolyl)amide derivative represented by formula (I) or 
salt thereof of the present invention, has a marked controlling effect on the above-exemplified diseases, which are 

40 injurious to paddy field crops, upland crops, fruit trees, vegetables and other crops, flowers and ornament plants, and 
the like. Therefore, the desired effect of the agrohorticultural fungicide of the present invention can be exhibited by 
applying the fungicide to the paddy field water, stalks and leaves or soil of paddy field, upland field, fruit trees, vege- 
tables, other crops or flowers and ornament plants at a season at which the diseases are expected to appear, before 
their appearance or at the time when their appearance is confirmed. 

45 [0940] The agrohorticultural agent, especially agrohorticultural insecticides or nematocides, containing the N-(4-pyra- 
zolyl)amide derivative represented by the formula (I) or salt thereof of the present invention as an active ingredient, 
are suitable for controlling various insect pests such as agrohorticultural insect pests, stored grain insect pests, sanitary 
insect pests, nematodes, etc., which are injurious to paddy rice, fruit trees, vegetables, other crops, flowers, ornamental 
plants, etc. They have a marked insecticidal effect, for example, on LEPIDOPTERA including summer fruit tortrix (Adox- 

50 ophes orana fasciata ), smaller tea tortrix ( Adoxophyes sp. ), Manchurian fruit moth ( Grapholita inopinata ), oriental fruit 
moth ( Grapholita molesta ), soybean pod border ( Leguminovora glycinivorella ), mulberry leafroller (Olethreutes mori ), 
tea leafroller ( Caloptilia thevivora ), Caloptilia sp. ( Caloptilia zachrysa ), apple leafminer ( Phyllonorycter ringoniella ), 
pear barkminer ( Spulerrinaastaurota ), common white ( Piers rapae crucivora ), tobacco budworm ( Heliothis sp. ), codling 
moth ( Laspey resia pomonella ), diamondback moth ( Plutella xylostella ), apple fruit moth ( Argyresthia conjugella ), 

55 peach fruit moth (Carposina niponensis) , rice stem borer (Chilo suppressalis ), rice leafroller (Cnaphalocrocis medina- 
lis), tobacco moth ( Ephestiaelutella ), mulberry pyralid ( Glyphodes pyloalis ), yellow rice borer ( Scirpophaga incertulas ), 
rice skipper ( Parnara guttata ), rice armyworm (Pseudaletia separata ), pink borer ( Sesamia inferens ), common cutworm 
( Spodoptera litura ), beet armyworm ( Spodoptera exigua ), etc.; HEMIPTERA including aster leafhopper (Macrosteles 
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fascifrons), green rice leafhopper ( Nephotettix cincticepts ), brown rice planthopper ( Nilaparvata lug ens ), whitebacked 
rice planthopper ( Sogatellafurcifera ), citrus psylla ( Diaphorinacitri ), grape whitefly ( Aleurolibustaonabae ), sweetpotato 
whitefly ( Bemisia tabaci), greenhouse whitefly ( Trialeurodes vaporariorum ), turnup aphid ( Lipaphis erysimi ), green 
peach aphid ( Myzus persicae ), Indian wax scale (Ceroplastes ceriferus ), cottony citrus scale ( Pulvinariaau rantii ), cam- 
phor scale ( Pseudaonidia duplex ), san Jose scale ( Comstockaspis perniciosa ), arrowhead scale ( Unapsis yanonensis ), 
etc.; TYLENCHIDA including soybean beetle (Anomala rufocuprea ), Japanese beetle ( Popillia japonica ), tobacco bee- 
tle (Lasioderma serricorne), powderpost beetle (Lyctus brunneus ), twenty-eight-spotted ladybird (Epilachna viginti- 
otopunctata ), azuki bean weevil ( Callosobruchus chinensis ), vegetable weevil ( Listroderes costirostris), maize weevil 
( Sitophilus zeamais ), boll weevil ( Anthonomus gradis gradis ), rice water weevil ( Lissorhoptrus oryzophilus ), cucurbit 
leaf beetle ( Aulacophora femoralis ), rice leaf beetle ( Oulema oryzae ), striped flea beetle ( Phyllotreta striolata ), pine 
shoot beetle ( Tomicus piniperda ), Colorado potato beetle ( Leptinotarsadecemlineata ), Mexican bean beetle ( Epilachna 
varivestis ), corn rootworm ( Diabrotica sp. ), etc.; DIPTERA including ( Dacus(Zeugodacus ) cucurbitae ), oriental fruit fly 
( Dacus(Bactrocera ) dorsal is ), rice leafminer (Agnomyza oryzae ), onion maggot ( Delia antiqua ), seedcorn maggot ( De- 
lia platura ), soybean pod gall midge (Asphondyliasp. ), muscid fly ( Musca domestica ), house mosquito (Culex pipiens 
pipiens ), etc.; and TYLENCHIDA including root-lesion nematode ( Pratylenchus sp. ), coffee root-lesion nematode ( Pra- 
tylenchus coffeae ), potato cyst nematode ( Globodera rostochiensis), root-knot nematode ( Meloidogyne sp. ), citrus 
riematode ( Tylenchulus semipenetrans ), Aphelenchus sp. ( Aphelenchus avenae ), chrysanthemum foliar ( Aphelen- 
choides ritzemabosi ), etc. 

[0941] The agrohorticultural insecticide, containing the N-(4-pyrazolyl)amide derivative represented by formula (I) 
or salt thereof of the present invention, has a marked controlling effect on the above-exemplified insect pests, sanitary 
pests and/or nematodes, which are injurious to paddy field crops, upland crops, fruit trees, vegetables and other crops, 
flowers and ornament plants, and the like. Therefore, the desired effect of the agrohorticultural insecticide of the present 
invention can be exhibited by applying the insecticide to the paddy field water, stalks and leaves or soil of paddy field, 
upland field, fruit trees, vegetables, other crops or flowers and ornament plants at a season at which the insect pests, 
sanitary pests or nematodes are expected to appear, before their appearance or at the time when their appearance is 
confirmed. 

[0942] The useful plants to which the composition for agrohorticultural agent of the present invention can be applied 
are not particularly limited, and the following plants can be referred to as examples thereof: 

[0943] cereals such as rice, barley, wheat, rye, oat, corn, kaoliang, etc.; beans and peas such as soybean, red bean, 
broad bean, pea, peanut, etc.; fruit trees such as apple, citrus trees and fruits, pear, grape, peach, plum, cherry, walnut, 
almond, banana, strawberry, etc.; vegetables such as cabbage, tomato, spinach, broccoli, lettuce, onion, stone-leek, 
Spanish paprika, etc.; root crops such as carrot, potato, sweet potato, radish, lotus rhizome, turnip, etc.; processing 
crops such as cotton, flax, paper mulberry, mitsumata (Edgeworthia papyrifera), coleseed, beet, hop, sugar can, sugar 
beet, olive, gum, coffee, tobacco, tea, etc.; cucurbitaceous plants such as pumpkin, cucumber, water melon, melon, 
etc.; pasture plants such as orchard grass, sorghum, timothy, clover, alfalfa, etc.; lawn grasses such as mascarene- 
grass, bent grass, etc.; and perfumery crops such as lavender, rosemary, thyme, parsley, pepper, ginger, etc.; flowers 
and ornamental plants such as chrysanthemum, rose, orchid, etc. 

[0944] In general, the agrohorticultural composition of the present invention, containing the N-(4-pyrazolyl)amide 
derivative of the formula (I) or salt thereof, is used after being prepared into conveniently usable forms according to 
ordinary manner for preparation of agrochemicals. 

[0945] That is, the 4-(pyrazolyl)amide derivative of formula (I) or salt thereof and an appropriate carrier are blended 
optionally together with an adjuvant in a proper proportion and prepared into a suitable preparation form such as 
suspension, emulsifiable concentrate, soluble concentrate, wettable powder, granules, dust or tablets through disso- 
lution, separation, suspension, mixing, impregnation, adsorption or sticking. 

[0946] The inert carrier used in the present invention may be either solid or liquid. As the solid carrier, soybean flour, 
cereal flour, wood flour, bark flour, saw dust, powdered tobacco stalks, powdered walnut shells, bran, powdered cel- 
lulose, extraction residues of vegetables, powdered synthetic polymers or resins, clay (e.g. kaolin, bentonite and acid 
clay), talc (e.g. talc and pyrophyllite), silica materials (e.g. diatomaceous earth, siliceous sand, mica, white carbon, i. 
e. synthetic high-dispersion silicic acid, also called finely divided hydrated silica or hydrated silicic acid, some of the 
commercially available products contain calcium silicate as the major component), activated carbon, powdered sulfur, 
pumice, calcined diatomaceous earth, ground brick, fly ash, sand, calcium carbonate, calcium phosphate and other 
inorganic or mineral powders, chemical fertilizers such as ammonium sulfate, ammonium phosphate, ammonium ni- 
trate, urea, ammonium chloride and the like, and compost. These carriers may be used either alone or as a mixture 
of two or more carriers. 

[0947] The liquid carrier is that which itself has a solubility or which is without such solubility but is capable of dis- 
persing an active ingredient with the aid of an adjuvant. The following are typical examples of the liquid carrier and can 
be used alone or as a mixture thereof. Water; alcohols such as methanol, ethanol, isopropanol, butanol and ethylene 
glycol; ketones such as acetone, methyl ethyl ketone, methyl isobutyl ketone, diisobutyl ketone and cyclohexanone; 
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ethers such as ethyl ether, dioxane, cellosolve, dipropyl ether and tetrahydrofuran; aliphatic hydrocarbons such as 
kerosene and mineral oil; aromatic hydrocarbons such as benzene, toluene, xylene, solvent naphtha and alkylnaph- 
thalene; halogenated hydrocarbons such as dichlorethane, chloroform, carbon tetrachloride and chlorobenzene; esters 
such as ethyl acetate, diisopropyl phthalate, dibutyl phthalate and dioctyl phthalate; amides such as dimethylformamide, 
diethylformamide and dimethylacetamide; nitriles such as acetonitrile; and dimethyl sulfoxide. 
[0948] The following are typical examples of the adjuvant, which are used depending upon purposes and used alone 
or in combination of two or more adjuvants in some cases, or need not to be used at all. 

[0949] To emulsify, disperse, dissolve and/or wet an active ingredient, a surfactant is used. As the surfactant, there 
can be exemplified polyoxyethylene alkyl ethers, polyoxyethylene alkylaryl ethers, polyoxyethylene higher fatty acid 
esters, polyoxyethylene resinates, polyoxyethylene sorbitan monolaurate, polyoxyethylene sorbitan monooleate, alky- 
larylsulfonates, naphthalene-sulfonic acid condensation products, ligninsulfonates and higher alcohol sulfate esters. 
[0950] Further, to stabilize the dispersion of an active ingredient, tackify it and/or bind it, there may be used adjuvants 
such as casein, gelatin, starch, methyl cellulose, carboxymethyl cellulose, gum arabic, polyvinyl alcohols, turpentine, 
bran oil, bentonite and ligninsulfonates. 

[0951 ] To improve the flowability of a solid product, there may be used adjuvants such as waxes, stearates and alkyl 
phosphates. 

[0952] Adjuvants such as naphthalenesulfonic acid condensation products and polycondensates of phosphates may 
be used as a peptizer for dispersible products. 

[0953] Adjuvants such as silicone oil may also be used as a defoaming agent. 

[0954] The content of the active ingredient may be varied according to the need, thus, it can be properly selected 
from the range between 0.01 and 90% by weight in terms of 1 00% by weight of the agrohorticultural insecticide of the 
present invention. For example, in dusts or granules, the suitable content thereof is from 0.01 to 50% by weight. In 
emulsifiable concentrate and flowable wettable powder, too, the suitable content is from 0.01 to 50% by weight. 
[0955] The agrohorticultural composition of the present invention is used to control a variety of insect pests in the 
following manner. That is, it is applied to a crop on which the diseases and insect pests are expected to appear or a 
site where appearance of the diseases and insect pests is undesirable, as it is or after being properly diluted with or 
suspended in water or the like, in an amount effective for control of the diseases and insect pests. 
[0956] The applying dosage of the agrohorticultural composition of the present invention, containing N-(4-pyrazolyl) 
amide derivative of the formula (I) or salt thereof, is varied depending upon various factors such as a purpose, diseases 
and insect pests to be controlled, a growth state of a plant, tendency of diseases and insect pests appearance, weather, 
environmental conditions, a preparation form, an application method, an application site and an application time. It 
may be properly chosen in a range of 0.1 g to 1 kg (in terms of active ingredient compound) per 10 ares depending 
upon purposes. 

[0957] The agrohorticultural composition of the present invention, containing N-(4-pyrazolyl)amide derivative of the 
formula (I) or salt thereof, may be used in admixture with other agrohorticultural agents, in order to expand both spec- 
trum of controllable diseases and insect pest species and the period of time when effective applications are possible 
or to reduce the dosage. 

[0958] Next, typical examples of the containing N-(4-pyrazolyl)amide derivative of the present invention are present- 
ed in Tables A to D, and typical examples of the intermediate thereof are presented in Table E. However, the present 
invention is by no means limited by these examples. 

[0959] In the Tables, the column of the "Property" indicates the melting point (°C) or refractive index of each com- 
pound. 
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4t 


15A 155 
1 04" 1 00 


R AA 
D-44 


Ma 
Mc 


Ma 
Mc 


01 


UOH2 


^ i^ApitiAn 

4-posmon 


LI 

n 


0 A P 
£$ m \2 


1/15 1/1fi 


R At 
D-40 


Ma 
IVIc 


Mp 
IVIc 


01 


U0H2 


4-pUblLIUll 


u 
n 


0 A P 


1A5 1 A Q 
I40 - I4y 


R /Ifl 
D-40 


Ma 
Mc 


Ma 

ivie 


01 


nru 
UOII2 


4-posmon 


i_i 
h 


A i Pr 

4-Iti 


157 1^9 


R 47 
D-4/ 


Ma 
IVIc 


Mp 
IVIc 


01 


UUIIU 


4-pUblLIUll 


u 
n 


4-01 


1 04- 1 00 


D-4o 


Ma 
IVIc 


yp 

IVIc 


01 


UUllU 


4-posmon 


u 
n 


0-01 


1/19 145 
1 4<l- 1 40 


R AQ 

D-4y 


Ma 
IVIc 


yp 

IVIc 


01 


UOr^Or^ 


4-pOblLIUll 


u 
n 


n 


19Q 195 


R 50 


Ma 

Me 


Ma 

ivie 


01 




4-posmon 


i_i 
n 


u 
n 


1Qfl 1QQ 

loU-loo 


R 51 
D-j I 


Ma 

IVIc 


yp 

IVIc 


ri 

01 


UOr^Or^Or^O 1 


A AACltlAH 

4-publLIUll 


u 
n 


u 
n 


15Q 15R 
1 00- 1 00 


R 59 


Ma 
Mc 


Ma 
Mc 


01 


UOr^UOr^ 


4-posmon 


h 


LI 

n 


19/1 197 


R-5Q 
D 00 


IVIc 


Mp 
IVIc 


01 


u 


4 pUblLIUM 


j-uivic 


LCh\ 
4 


1QQ-1QQ 
1 00 I0<3 


D _ 04 




yp 

IVIc 


l/l 


u 


4-pUblLIUll 


u 
n 


A-CN 


147-15Q 

1 4 / - 1 00 


R 55 
D-00 


u 
M 


Ma 

ivie 


01 


A 

u 


4-posmon 


u 
n 


A PM 
4-ON 


1Q9 9H1 
ly^YUl 


B-56 


Me 


H 


CI 


0 


4-oosition 

1 WWWlkl V 1 1 


H 


4-CN 


127-128 


B-57 


OCHF 2 


Me 


SMe 


0 


4-position 


H 


4-CN 


125-127 


B-58 


CI 


Me 


CI 


0 


4-position 


H 


4-CN 


139-141 


B-59 


Me 


Me 


CI 


OCH 2 CH=CH 


4-position 


H 


H 


181-185 


B-60 


Me 


H 


CI 


OCH 2 


4-position 


H 


H 


148-149 


B-61 


Me 


H 


CI 


OCH 2 


4-position 


H 


4-CN 


162-164 


B-62 


Me 


H 


CI 


0 


4-position 


3-OMe 


4-CN 


144-146 


B-63 


Me 


H 


CI 


0 


4-position 


H 


5-CF 3 -pyridine-2-yl 


79-80 
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Table B (continued) 



Table B (R 4 =H except the R 4 specifically defined) 


No. 




R 2 


no 

R 3 


Q 


Bond 


(X 1 )n 


(X)n 


Property (°C) 


B-64 


Me 


H 


CI 


bond 


4-position 


H 


3-CF 3 


146-147 


B-65 


Me 


H 


CI 


bond 


4-position 


H 


4-CF3 


193-194 


B-66 


Me 


H 


CI 


bond 


4-position 


H 


4-Me 


209-210 


B-67 


Me 


H 


CI 


bond 


4-position 


H 


2-Me 


nD 1.5985 (26.1°C) 


B-68 


Me 


H 


CI 


bond 


4-position 


H 


3-Me 


166-168 


B-69 


Me 


H 


CI 


bond 


4-position 


H 


2-CF3 


128-129 


B-70 


Me 


H 


CI 


bond 


4-position 


H 


H 


177-178 


B-71 


Me 


H 


CI 


bond 


4-position 


H 


4-OCF3 


188-190 


B-72 


Me 


Me 


CI 


OCH 2 


4-position 


H 


4-Me 


154-158 


B-73 


Me 


Me 


CI 


OCH 2 


4-position 


H 


4-N0 2 


148-153 


B-74 


Me 


Me 


CI 


OCH 2 


3-position 


H 


H 


123-129 


B-75 


Me 


Me 


CI 


OCH 2 


2-position 


H 


H 


166-169 


B-76 


Me 


Me 


CI 


C=0 


4-position 


H 


H 


147 


B-77 


Me 


Me 


CI 


C=NOMe 


4-position 


H 


H 


139-142 


B-78 


Me 


Me 


CI 


0 


4-position 


H 


4-C(NH 2 )=NOH 


192-193 


B-79 


Me 


Me 


CI 


OCH 2 


4-position 


3-N0 2 


H 


169-173 


B-80 


Me 


H 


CI 


bond 


3-position 


H 


H 


124-126 


B-81 


Me 


H 


CI 


bond 


4-position 


H 


2-CI 


nD 1.6145 (26.8°C) 


B-82 


Me 


Me 


CI 


dioxolane 


4-position 


H 


H 


nD 1.5879 (25.7°C) 


B-83 


Me 


H 


CI 


OCH 2 


3-position 


H 


H 


111-112 


B-84 


Me 


H 


CI 


0 


4-position 


H 


4-CF3 


145-146 


B-85 


Me 


Me 


CI 


OCH 2 


3-position 


4-OMe 


H 


167-171 


B-86 


Me 


Me 


CI 


OCH 2 


4-position 


3,5-(OMe) 


2 H 


165-167 


B-87 


Me 


Me 


CI 


OCH 2 


4-position 


3-OMe 


3-OMe 


180-183 


B-88 


Me 


Me 


CI 


0 


4-position 


H 


A /HI 

4-CN 


amorphous (R 4 =Me) 


B-89 


Me 


CI 


H 


0 


4-position 


H 


4-CN 


amorphous 


B-90 


Me 


Me 


CI 


0 


4-position 


3-N0 2 


4-CN 


207 


B-91 


Me 


CI 


CI 


0 


4-position 


3-OMe 


4-CN 


amorphous 


B-92 


Me 


Me 


CI 


0 


4-position 


H 


4-F 


128-131 


B-93 


Me 


H 


CI 


0 


4-position 


H 


4-F 


122-124 


B-94 


Me 


H 


CI 


0 


4-position 


3-OMe 


4-CI 


86-91 


B-95 


Me 


Me 


CI 


0 


4-position 


3-OMe 


4-OMe 


116-119 
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Table B (continued) 



Table B (R 4 =H except the R 4 specifically defined) 



No. 


R 1 




R J 


Q 


Bond 


/v1\« 

(X 1 )n 


(X)n 


Property ( C) 


B-96 


Me 


Me 


CI 


0 


4-position 


3-OMe 


4-Ac 


120-123 


B-97 


Me 


Me 


CI 


0 


4-position 


3-OMe 


4-I 


148-151 


B-98 


Me 


Me 


CI 


CH 2 


4-position 


H 


H 


166 


B-99 


Me 


H 


CI 


0 


4-position 


H 


4-Br 


99-102 


B-100 


Me 


H 


CI 


0 


4-position 


H 


4-I 


101-106 


B-101 


Me 


Me 


CI 


NH 


4-position 


H 


4-CI 


145-154 


B-102 


Et 


H 


CI 


0 


4-position 


H 


4-CN 


111-123 


B-103 


Me 


H 


CI 


0 


4-position 


3-OMe 


4-F 


amorphous 


B-104 


Me 


H 


CI 


CH 2 Ph 


4-position 


H 


H 


152-155 


B-105 


Me 


Me 


CI 


0 


4-position 


3-N0 2 


4-CI 


182 


B-106 


Me 


H 


CI 


NH 


4-position 


H 


4-F 


124-128 


B-107 


Me 


H 


CI 


0 


4-position 


H 


2,4-CI 2 


120-126 


B-108 


Me 


H 


CI 


0 


4-position 


H 


3,4-CI 2 


81-89 


B-109 


Me 


Me 


H 


0 


4-position 


H 


4-CN 


amorphous 


B-110 


Et 


H 


CI 


0 


4-position 


3-OMe 


4-CN 


119-124 


B-111 


Et 


H 


CI 


0 


4-position 


3-OMe 


4-CI 


amorphous 


B-112 


Me 


Me 


CI 


0 


4-position 


3-NHMe 


4-CI 


amorphous 


B-113 


Et 


Me 


CI 


0 


4-position 


H 


4-CI 


127-128 


B-114 


Me 


H 


CI 


0 


4-position 


H 


4-CI 


115-117 


B-115 


Me 


H 


CI 


0 


4-position 


3-SMe 


4-CI 


nD 1.6050 (19. 7°C) 


B-116 


Et 


H 


CI 


0 


4-position 


H 


4-F 


72-74 


B-117 


Et 


H 


CI 


0 


4-position 


3-OMe 


4-F 


82-87 


B-118 


Me 


H 


CI 


0 


4-position 


3-F 


4-F 


110-114 


B-119 


Me 


H 


CI 


0 


4-position 


3-0-i-Pr 


4-F 


89-91 




kin 

Me 


H 


01 


0 


4-position 


3-0-i-Pr 


A PI 


amorphous 


B-121 


Me 


Me 


CI 


0 


4-position 


H 


4-Br 


102-105 


B-122 


Me 


H 


CI 


0 


4-position 


H 


4-CN 


139-141 


B-123 


Me 


H 


CI 


0 


4-position 


3-OMe 
R 4 = EtOCH 2 


4-F 


nD 1.4765 
(27.7°C) 


B-124 


Me 


H 


CI 


0 


4-position 


3-OMe 
R 4 = Et 


4-CN 


nD 1.4461 
(26.3°C) 


B-125 


Me 


H 


CI 


0 


4-position 


3-OMe 


4-CN 


nD 1.5605 
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Table B (continued) 



Table B (R 4 =H except the R 4 specifically defined) 


No. 


R 1 


R 2 


nl 

R 3 


Q 


Bond 


(X 1 )n 


(X)n 


Property (°C) 














R 4 = EtOCH 2 




(25.8°C) 


B-126 


Et 


H 


OH 


0 


4-position 


3-OMe 


4-F 




B-127 


Et 


H 


OMe 


0 


4-position 


3-OMe 


4-F 




B-128 


Et 


H 


CI 


0 


4-position 


3-OH 


4-CF3 




B-129 


Et 


H 


CI 


0 


4-position 


3-OMe 


4-CF(CF 3 ) 2 




B-130 


Et 


H 


CI 


0 


4-position 


3-OMe 


4-CH(CF 3 ) 2 




B-131 


Et 


H 


CI 


0 


4-position 


3-OMe 


4-CF 2 CF 3 




B-132 


Et 


H 


CI 


0 


4-position 


3-OH 


4-F 




B-133 


Et 


H 


CI 


0 


4-position 


3-CHF 2 


4-F 




B-134 


Et 


H 


CI 


0 


4-position 


3-NH 2 


4-F 




B-135 


Et 


H 


CI 


0 


4-position 


3-NHMe 


4-F 




B-136 


Et 


H 


CI 


0 


4-position 


3-NM 2 


4-F 




B-137 


Et 


H 


CI 


0 


4-position 


3-NHAc 


4-F 




B-138 


Et 


H 


CI 


0 


4-position 


3-NHCOCF3 


4-F 




B-139 


Et 


H 


CI 


0 


4-position 


3-NHS0 2 Me 


4-F 




B-140 


Et 


H 


CI 


0 


4-position 


3-NHS0 2 CF 3 


4-F 




B-141 


Et 


H 


CI 


0 


4-position 


3-SH 


4-F 




B-142 


Et 


H 


CI 


0 


4-position 


3-SMe 


4-F 




B-143 


Et 


H 


CI 


0 


4-position 


3-SOMe 


4-F 




B-144 


Et 


H 


CI 


0 


4-position 


3-S0 2 Me 


4-F 




B-145 


Et 


H 


CI 


0 


4-position 


3-SCHF 2 


4-F 




B-146 


Et 


H 


CI 


0 


4-position 


3-SOCRF 2 


4-F 




B-147 


Et 


H 


CI 


0 


4-position 


3-S0 2 CHF 2 


4-F 




B-148 


CH 2 =CH 


1 1 

H 


CI 


0 


4-position 


3-OMe 


4-F 




B-143 


NCCH 2 


H 


CI 


0 


4-position 


3-OMe 


4-F 




B-150 


OHCCH 2 


H 


CI 


0 


4-position 


3-OMe 


4-F 




B-151 


MeON=CHCH 2 


H 


CI 


0 


4-position 


3-OMe 


4-F 




B-152 


EtOOCCH 2 


H 


CI 


0 


4-position 


3-OMe 


4-F 




B-153 


Me 2 NOCCH 2 


H 


CI 


0 


4-position 


3-OMe 


4-F 




B-154 


CH 2 CFg 


H 


CI 


0 


4-position 


3-OMe 


4-F 




B-155 


CH2CH2F 


H 


CI 


0 


4-position 


3-OMe 


4-F 
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Table B (continued) 



Table B (R 4 =H except the R 4 specifically defined) 


No. 




R 2 


R 3 


Q 


Bond 


(X 1 )n 


(X)n 


Property (°C) 


B-156 


CH2CH2CI 


H 


CI 


0 


4-position 


3-OMe 


4-F 




B-157 


n-Pr 


H 


CI 


0 


4-position 


3-OMe 


4-F 




B-158 


Et 


H 


CI 


0 


4-position 


3-OMe 


4-F 
















R 4 =MeOCH 2 






B-159 


Et 


H 


CI 


0 


4-position 


3-OMe 


4-F 
















R 4 =CH 2 CH=CH 2 






B-160 


Et 


H 


CI 


0 


4-position 


3-OMe 


4-F 
















R 4 =CH 2 OCH 






D~ 1 0 1 


D 


U 

n 


n 

U 


u 


A AAOltlAfi 

4-publLIUll 


j-UIVIc 


4 F 
















R4_PhP|-| 






D I KJL 


Ft 

Q 


u 

n 


Ul 


0 


A-nnQitinn 

*+ pUolLIUI I 


0 UIVIC 


4-F 
















R4-i-Pr 
n -1 n 






D I DO 


Ft 


u 

n 




n 




0 UIVIC 


4-F 
















R4-n-Pr 
n -ii n 






D I D't 


Ft 

lL 


U 
n 




n 

u 


A-nncitinn 
f pUolUUII 


0 vjivic 


4-F 
















R 4 =MeOCH 2 CH 2 OCH 2 






B-165 


Et 


H 


CI 


0 


4-position 


3-OMe 


4-F 
















R 4 =NCCH 2 






B-166 


Et 


H 


CI 


0 


4-position 


3-OMe 


4-F 
















R 4 =EtOOCCH 2 






B-167 


Et 


H 


CI 


0 


4-position 


3-OMe 


4-F 
















R 4 =Ac 






B-168 


Et 


H 


CI 


0 


4-position 


3-OMe 


4-F 
















R 4 = EtCO 






B-169 


Et 


u 

H 


CI 


A 

0 


4-position 


3-OMe 


4-F 
















R 4 = n-PrCO 






B-170 


Et 


H 


CI 


0 


4-position 


3-OMe 


4-F 
















R 4 = i-PrCO 






B-171 


Et 


H 


CI 


0 


4-position 


3-OMe 


4-F 
















R 4 = t-BuCO 






B-172 


Et 


H 


CI 


0 


4-position 


3-OMe 


4-F 
















R 4 = PhCO 
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Table B (continued) 



Table B (R 4 =H except the R 4 specifically defined) 


No. 


R 1 


R 2 


R3 


Q 


Bond 


(Xi)n 


(X)n 


Property (°C) 


B-173 




H 


CI 


0 


4-position 


3-OMe 
R 4 =PhCH 2 CO 


4-F 




B-174 


Et 


H 


CI 


0 


4-position 


3-OMe 
R 4 = c-PrCO 


4-F 




B-175 




H 


CI 


0 


4-position 


3-OMe 

R 4 =MeCH=CHCO 


4-F 




B-176 




H 


CI 


0 


4-position 


3-OMe 
R 4 = MeOOC 


4-F 




B-177 


Et 


H 


CI 


0 


4-position 


3-OMe 
R 4 = EtOOC 


4-F 




B-178 


Et 


H 


CI 


0 


4-position 


3-OMe 
R 4 = n-PrOOC 


4-F 




B-179 


Et 


H 


CI 


0 


4-position 


3-OMe 
R 4 = i-PrOOC 


4-F 




B-180 




H 


CI 


0 


4-position 


3-OMe 
R 4 = t-BuOOC 


4-F 




B-181 




H 


CI 


0 


4-position 


3-OMe 
R 4 = PhOOC 


4-F 




B-182 




H 


CI 


A 

0 


4-position 


3-OMe 
R 4 = PhCH 2 OOC 


4-F 




B-183 




H 


CI 


0 


4-position 


3-OMe 
R 4 = MeSCH 2 


4-F 




B-184 




H 


CI 


0 


4-position 


3-OMe 
R 4 =CF 3 CH 2 


4-F 




B-185 




H 


CI 


0 


4-position 


3-OMe 


4-CF 3 -2-OCH 2 Ph 


84-89 


B-186 




H 


CI 


bond 


4-position 


H 


4-CI 


134-140 
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[0960] In the Table B, dioxolane as Q of the compound No. B-82 is represented by the following formula, and "Bond" 
in the Table B means the bonded position of the group Q. 
dioxolane: 



A 
U 

10 

The general formula (1-2) 




Table C 



25 



No. 


R 1 


R 2 


R 3 


R 4 


A 


B 


R 8 


Property (°C) 


C-1 


Me 


Me 


CI 


H 


0 


CR 8 


CH 2 -t-Bu 


130 


C-2 


Et 


H 


CI 


H 


N 


NR 8 


n-Pr 


114 


C-3 


Et 


H 


CI 


H 


NR 8 


N 


n-Pr 


nD 1.5820 (22. 
0°C) 


C-4 


Et 


H 


CI 


H 


0 


CR 8 


CH 2 -t-Bu 




C-5 


CH 2 =CH 


H 


CI 


H 


0 


CR 8 


CH 2 -t-Bu 




C-6 


NCCH 2 


H 


CI 


H 


0 


CR 8 


CH 2 -t-Bu 




C-7 


OHCCH 2 


H 


CI 


H 


0 


CR 


CH 2 -t-Bu 




C-8 


MeON=CHCH 2 


H 


CI 


H 


0 


CR 8 


CH 2 -t-Bu 




C-9 


EtOOCCH 2 


H 


CI 


H 


0 


CR 8 


CH 2 -t-Bu 




C-10 


Me 2 NOCCH 2 


H 


CI 


H 


0 


CR 8 


CH 2 -t-Bu 




C-11 


CH 2 CFg 


H 


CI 


H 


0 


CR 8 


CH 2 -t-Bu 




C-12 


CH 2 CH 2 F 


H 


CI 


H 


0 


CR 8 


CH 2 -t-Bu 




C-13 


CH 2 CH 2 CI 


H 


CI 


H 


0 


CR 8 


CH 2 -t-Bu 




C-14 


n-Pr 


H 


CI 


H 


0 


CR 8 


CH 2 -t-Bu 




C-15 


Et 


H 


OH 


H 


0 


CR 8 


CH 2 -t-Bu 




C-1 6 


Et 


H 


OMe 


H 


0 


CR 8 


CH 2 -t-Bu 




C-1 7 


Et 


H 


CI 


MeOCH 2 


0 


CR 8 


CH 2 -t-Bu 




C-1 8 


Et 


H 


CI 


CH 2 =CHCH 2 


0 


CR 8 


CH 2 -t-Bu 




C-1 9 


Et 


H 


CI 


CH=CCH 2 


0 


CR 8 


CH 2 -t-Bu 




C-20 


Et 


H 


CI 


PhCH 2 




CR 8 


CH 2 -t-Bu 




C-21 


Et 


H 


CI 


i-Pr 


0 


CR 8 


CH 2 -t-Bu 




C-22 


Et 


H 


CI 


n-Pr 


0 


CR 8 


CH 2 -t-Bu 




C-23 


Et 


H 


CI 


MeOCH 2 CH 2 OCH 2 


0 


CR 8 


CH 2 -t-Bu 




C-24 


Et 


H 


CI 


NCCH 2 


0 


CR 8 


CH 2 -t-Bu 




C-25 


Et 


H 


CI 


EtOOCCH 2 


0 


CR 8 


CH 2 -t-Bu 




C-26 


Et 


H 


CI 


Ac 


0 


CR 8 


CH 2 -t-Bu 




C-27 


Et 


H 


CI 


EtCO 


0 


CR 8 


CH 2 -t-Bu 




C-28 


Et 


H 


CI 


n-PrCO 


0 


CR 8 


CH 2 -t-Bu 




C-29 


Et 


H 


CI 


i-PrCO 


0 


CR 8 


CH 2 -t-Bu 





142 
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Table C (continued) 



5 



10 



15 



No. 


R 1 


R 2 


R 3 


R 4 


A 


B 


R 8 


Property (°C) 




Et 


u 

n 


CI 


t-BuCO 


0 


CR 8 


0 1 1 p L DU 




C-31 




H 


CI 


PhC 


0 


CR 8 


OH -t-Ru 




C-32 


Et 


H 


CI 


PhOH CO 


0 


CR 8 


OH -t-Ru 

V-/ lip L tJ LI 




C-33 


Et 


H 


CI 


c-PrCO 


0 


CR 8 


OH -t-Ru 




C-34 


Et 


H 


CI 


MpOH-ohoo 


0 


CR 8 


OH~-t-Ru 




C-35 


Et 


H 


CI 


MpOOO 


0 


CR 8 


OH^-t-Ru 




C-36 




H 


CI 


EtOOC 


0 


CR 8 


OI-L-t-Ru 




C-37 


Et 


H 


CI 


n-PrOOC 


0 


CR 8 


CH 2 -t-Bu 




C-38 


Et 


H 


CI 


i-PrOOC 


0 


CR 8 


CH 2 -t-Bu 




C-39 


Et 


H 


CI 


t-BuOOC 


0 


CR 8 


CH 2 -t-Bu 




C-40 


Et 


H 


CI 


PhOOC 




CR 8 


CH 2 -t-Bu 




C-41 


Et 


H 


CI 


PhCH 2 OOC 


0 


CR 8 


CH 2 -t-Bu 




C-42 


Et 


H 


CI 


eSCH 2 


0 


CR 8 


CH 2 -t-Bu 




C-43 


Et 


H 


CI 


CF3CH2 


0 


CR 8 


CH 2 -t-Bu 





20 

The general formula (I) 



25 




R' 



35 



40 



45 



50 



55 
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Table D 

Table D (R 4 =H except the R 4 specifically defined) 



No. 


R 1 


R 2 


R 3 


R 5 


Y Property (°C) 


D-l 


Me 


Me 


CI 


naphthalene-l-yl 


CH 2 


222-223 


D-2 


Me 


Me 


CI 


naphthalene-2-yl 


CH 2 


206-207 


D-3 


Me 


Me 


CI 


5-Cl-thiophene-2-yl 


CH 2 


118-121 


D-4 


Me 


Me 


CI 


indole-3-yl 


CH 2 


131-135 


D-5 


Me 


Me 


CI 


4-0- (5-CF 3 -pyridine- 
2-yl)-Ph 


CH 2 


139-140 


D-6 


Me 


Me 


CI 


4-0-(3-Cl-5-CF 3 
-pyridine-2-yl) -Ph 


CH 2 


200-204 


D-7 


Me 


Me 


CI 


4-Cl-Ph 


CMe 2 


129-130 


D-8 


Me 


Me 


CI 


4-0-(4-CN-Ph)-Ph 


CH 2 CH 2 


138-141 


D-9 


Me 


Me 


CI 


4-OPh-Ph 


CH=CH 


173-176 


D-10 


Me 


Me 


CI 


4-0-(4-CN-Ph)-Ph 


CH=CH 


156-160 


D-ll 


Me 


Me 


CI 


4-OPh-Ph 


CH 2 0 


109-110 


D-12 


Me 


Me 


CI 


5-Br-thiophene-2-yl 


CH 2 


136-138 


D-13 


Me 


Me 


CI 


4-0- (5-N0 2 -pyridine- 
2-yl)-Ph 


CH 2 


156-162 
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Table D (cont'd) 



No. 


R 1 


R 2 


R 3 


R 5 


Y 


Property (°C) 


D-14 


Me 


Me 


CI 


3-0Me-4-0-(5-CF 3 - 
pyridine-2-y 1) -Ph 


CH 2 


160-162 


D-15 


Me 


Me 


CI 


3-0Me-4-C~(5-N0 2 - 
pyridine- 2-yl)-Ph 


CH 2 


163-165 


D-16 


Me 


Me 


CI 


5- (4-Cl-Ph) -thiophene 
-2-yl 


CH 2 


159-161 


D-17 


Me 


Me 


CI 


4-0Me-3-0-(5-CF 3 - 
pyridine-2-yl) -Ph 


CH 2 


114-117 


D-18 


Me 


H 


CI 


3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 


CH 2 


132-135 


D-19 


Me 


Me 


CI 


3- (thiophene-2-yl) Ph 


CH 2 


152-155 


D-20 


Me 


H 


CI 


4-0Me-3-0-(5-CF 3 - 
pyridine-2-yl) -Ph 


CH 2 


117-121 


D-21 


Me 


Me 


CI 


4- (thiophene-2-yl) -Ph 


CH 2 


187-192 


D-22 


Me 


Me 


CI 


4- (thiophene-3-yl) -Ph 


CH 2 


200-204 


D-23 


Me 


CI 


H 


4-0 (5-CF 3 -pyridine- 
2-yl)-Ph 


CH 2 


amorphous 


D-24 


Me 


Me 


CI 


3-0Et-4-0- (5-CF q - 
pyridine-2-yl) -Ph 


CHo 

2 


123-126 


D-25 


Me 


H 


CI 


3-0Et-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 


CH 2 


104-110 


D-26 


Me 


Me 


CI 


3-Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 


CH 2 


144-148 


D-27 


Me 


Me 


CI 


benzothiophene-3-yl 


CH 2 


185-190 



145 



EP 1 319 657 A1 



Table D (cont'd) 



No. 


R 1 


R 2 


R 3 


R 5 


Y 


Property (°C) 


D-28 


Me 


H 


CI 


3-Me-4-0-(5-CF 3 - 
pyridine-2-y 1 ) -Ph 


CH 2 


115-117 


D-29 


Me 


Me 


CI 


3-N0 2 -4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 


CH 2 


amorphous 


D-30 


Me 


Me 


CI 


2-0(4-Cl-Ph)- 
pyridine-5-yl 


CH 2 


135-140 


D-31 


Me 


Me 


CI 


2-Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 


CH 2 


126-131 


D-32 


Me 


H 


CI 


2-Me-4-0-(5-CF 3 — 
pyridine-2-yl) -Ph 


CH 2 


86-89 


D-33 


Et 


H 


CI 


3-0Me-4-0-(5-CF 3 - 
ovridine - 2— vl) -Ph 

J JL A>V* IV t—l J X / AAA 


CH 2 


95-99 


D-34 


Mp 


H 


CI 


9-0Me-4-0- C5-CF o - 
pyridine-2-yl) -Ph 


CHo 




D-35 


Me 


H 


CI 


4—0 (4 6"*Me o — ovriniidine— 
2-yl)Ph 




129-133 


D-36 


Me 


H 


CI 


4— Q— (nvTazine—2 - vl ) — Ph 


CHo 


91-96 


D-37 


Me 


Me 


CI 


2-t-Bu-thiazole-4-yl 


CH 2 


113-115 


D-38 


Et 


Me 


CI 


3-OMe-4-0-(5-CF 3 - 
pyridine-2-yl)-Ph 


CH 2 


124-127 


D-39 


Me 


Me 


CI 


5-0- (5-Cl-pyridine-2- 
yl)-Ph 


CH 2 


130-133 


D-40 


Et 


H 


CI 


5-0- (5-Cl-pyridine-2- 
yl)-Ph 


CH 2 


nD 1.5908 
(22. 1°C) 


D-41 


Et 


H 


CI 


4-0- (5-CF 3 -pyridine-2- 
yl)-Ph 


CH 2 


138-139 
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Table D (cont'd) 



No. R 1 R 2 R 3 R 5 Y 



-42 Me H CI 2, 3- (OMe) 2 -4-0- (5-CF 3 - CH 2 

pyridine-2-yl)-Ph 

-43 Me H CI 3, 5- (OMe) 2 _ 4-0- (5-CF 3 - CH 2 

pyridine-2-yl)-Ph 



D 
D 

D-44 Me H CI 

D-45 Me H CI 

D-46 Me H CI 

D-47 Me H CI 

D-48 Et H CI 

D-49 Me H CI 

D-50 Me H CI 

D-51 n-Pr H CI 

D-52 Me H CI 

D-53 Et H CI 



2, 3-Me 2 -4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 

3-Cl-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 

3-F-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 

3-0Me-4-0-(5-Cl- 
pyridine-2-yl) -Ph 

3-0Me-4-O-(5-Cl- 
pyridine-2-yl) -Ph 

2-0- (4-F-Ph) -pyridine- 
5-yl 

2- 0-(4-F-Ph)-3-Cl- 
pyridine-5-yl 

3- 0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 

3-N(Me)0H-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 

3-0Me-4-0-(5-N0 2 - 
pyridine-2-yl) -Ph 



Property OC) 
amorphous 
81-87 
CH 2 156-158 
CH 2 119-123 
CH 2 136-138 
CH 2 94-97 
CH 2 80-81 
CH 2 142-145 
CH 2 145-152 
CH 2 amorphous 
CH 2 175-176 
CH 2 135-140 
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Table D (cont'd) 



No. R 



Y Property CO 



D-54 Et H CI 

D-55 Et H CI 

D-56 Me H CI 

D-57 Me H CI 

D-58 Et H CI 

D-59 Et H CI 

D-60 Et H CI 
R 4 =Et0CH 2 

D-61 Ph H CI 

D-62 i-Pr H CI 



D-63 Et H CI 
R 4 =MeOCH 2 

D-64 Et H CI 



D-65 Et H CI 



3- 0Me-4-0-(5-NH 2 - 
pyridine-2-yl) -Ph 

4- 0- (6-Cl-pyridazine- 

3- yl)-Ph 

4- 0- (6-Cl-pyridazine-3- 
yl)-Ph 

3-0Me-4-0-(6-Cl- 
pyridazine-3-yl) -Ph 

3-0Me-4-0-(6-Cl- 
pyridazine-3-yl) -Ph 

3-0Me-4-0-(5-F- 
pyridine-2-yl) -Ph 

3-0Me-4-0-(5-CF 3 - 
pyridine-2-y 1) -Ph 

3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 

3-0Me-4-0- (5-CF 3 - 
pyridine-2-yl) -Ph 

3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 

3-0Me-4-0- (5-Br- 
pyridine-2-yl) -Ph 

3-OMe-4-0-(6-CF 3 - 
pyri dine-2-y 1 ) -Ph 



CH 2 
CH 2 

CH 2 
CH 2 
CH 2 
CH 2 
CH 2 
CH 2 
CH 2 
CH 2 
CH 2 
CHo 



59-61 
146-149 
122-127 
128-131 
158-162 
104-108 
81-82 
132-145 
51-60 



nD 1.5359 
(20. 0°C) 

90-92 



amorphous 
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Table D (cont'd) 



No. R 



Property (°C) 



D-66 t-Bu H 



CI 



D-67 Et H CI 
R 4 = Et 



D-68 Et 



D-69 Et 



H 

R 4 = Me 



H 



CI 



CI 



3-0Me-4-O-(5-CF 3 - 
pyridine-2-yl) -Ph 

3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 

3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 



R — CH 2 CH— CH 2 
CI 



3-0Me-4-0-(5-CF 3 - 

pyridine-2-yl) -Ph 



D-70 CH 2 CF 3 H 
D-71 CH 2 CH 2 C1 H CI 
D-72 Et H CI 



D-73 Et 

D-74 Et 

D-75 Me 

D-76 Et 



H 



H 



H 



CI 
CI 
CI 
CI 



3-0Me-4-O-(5-CF 3 - 
pyridine-2-yl) -Ph 

3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 

3-0Me-4-0-(5-CN- 
pyridine-6-yl) -Ph 

3-0Me-4-0-(2-Me-3- 
NO 2 -pyridine-6-yl) -Ph 



CH- 



CH. 



CH- 



CH- 



CH 



CH. 



CH. 



CH. 



3-OMe-4-0- (benzothiazole- CH 2 

2- yl)-Ph 

3- 0Me-4-0-(5-CF 3 - NH 
pyridine-2-yl) -Ph 

3-0Me-4-0-(5-CF 3 - NH 
pyridine-2-yl)-Ph 



45-52 

nD 1.5465 
(21. 1°C) 

nD 1. 5322 
(28. 6°C) 

nD 1.5366 
(28. 6°C) 

123-128 

amorphous 

142-145 

132-135 

nD 1.5895 
(25. 6°C) 

185-192 
190-195 
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Table D (cont'd) 



No. R 1 R 2 R 3 R 5 Y Property CC) 



D-77 Et H CI 3-0Me-4-0- (5-1- CH 2 87-89 

pyridine-2-yl) -Ph 

D-78 Et H CI 3-0Me-4-0-(6-CF 3 - CH 2 122-127 

pyridazine-3-yl) -Ph 

D-79 Et H Br 3-0Me-4-0- (5-CF 3 - CH 2 105-107 

pyridine-2-yl) -Ph 

D-80 Et H CI 3, 4- (0- (5-CF 3 - CH 2 nD 1.5408 

pyridine-2-yl)) 2 -Ph ~ (24. 2°C) 

D-81 Et H CI 3-0Me-4-0-(5-Br- CH 2 93-98 

pyrimidine-2-yl) -Ph 

D-82 Et H CI 3-0Me-4-0-(5-CF 3 - CH 2 nD 1.5281 

R 4 = n-Pr pyridine-2-yl) -Ph " (24. OX:) 

D-83 Et H CI 3-0Me-4-0-(5-CF 3 - CH 2 136-144 
R 4 = i-Pr pyridine-2-yl) -Ph 

D-84 Et H CI 3-0Me-4-0-(quinoline- CH 2 100-105 

2-yl)-Ph 

D-85 Et H CI 3-0Me-4-0-(5-Br- CH 2 78-82 

thiazole-2-yl)-Ph 

D-86 Et H CI 3-0CHF 2 -4-0-(5-CF 3 - CH 2 nD 1.5265 

pyridine-2-yl) -Ph " ~ (24. Z°C) 

D-87 Et H I 3-0Me-4-0-(5-CF 3 - CH 2 160-161 

pyridine-2-yl) -Ph 

D-88 Et H CI 3-0Me-4-0-(5-CF 3 - CH 2 nD 1.5235 

R 4 = MeOCH 2 CH 2 OCH 2 pyridine-2-y 1) -Ph (25. A°C) 
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Table D (cont'd) 



No. 


R 1 


R 2 R 3 


R 5 


Y 


Property (X:) 


D-89 


Et 


n 

R 4 = 


CH 2 C=Cfl 


3-0Me-4-0-(5-CF 3 - 
[ 2 pyridine-2-yl) -Ph 


CH 2 


nD 1.5422 
(25. 1°C) 


D-90 


Et 


H 

R 4 = 


CI 
PhCH 2 


3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 


CH 2 


nD 1.5508 
(25. 5°C) 


D-91 


Et 


H 

R 4 = 


CI 

EtOCH 2 


3-OMe-4-0- (5-C1- 
pyridine-2-yl) -Ph 


CH 2 


nD 1.5449 
(27. 4°C) 


D-92 


Et 


H 

R 4 = 


CI 
NCCH 2 


3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 


CH 2 


102-108 


D-93 


Et 


H 


CI 


3-0Me-4-0-(3, 5-Cl 2 - 
pyridine-2-yl) -Ph 


CH 2 


78-83 


D-94 


Et 


H 


CI 


3-0Me-4-0-(4-CF 3 - 
thiazole-2-yl)-Ph 


CH 2 


107-109 


D-95 


CH 2 


nil r? 

CH 2 F 


n tl 


3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 


CH 2 


102-105 


D-96 


Et 


n 


n 


3-0Me-4-0- (3-C1-5-CN- 
pyridine-2-yl) -Ph 


CH 2 


155-159 


D-97 


Et 


H 


Cl 


3-0Me-4-0- (quinoxaline- 
2-yl)-Ph 


CH 2 


89-94 


D-98 


Et 


H 

R 4 = 


CI 

Et00CCH 2 


3-OMe-4-0- (5-CF 3 - 

pyridine-2-y 1) -Ph 


CH 2 


nD 1. 5263 
(26. 6°C) 


D-99 


Et 


H 

R 4 = 


Cl 

Ac 


3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 


CH 2 


nD 1.5290 
(26. 6°C) 


D-100 


Et 


H 

R 4 = 


Cl 

EtCO 


3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl)-Ph 


CH 2 


nD 1.5220 
(27. 1°C) 
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Table D (cont'd) 



No. 


R 1 


R 2 R 3 


R 5 


Y 


Property (°C) 


D-101 


Et 


H 

R 4 = 


CI 

n-PrCO 


3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 


CH 2 


nD 1.5161 
(27. 2°C) 


D-102 


Et 


H 

R 4 = 


n 

i-PrCO 


3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 


CH 2 


nD 1.5361 
(28. 0°C) 


D-103 


Et 


n 

R 4 = 


n 

t-BuCO 


3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 


CH 2 




D-104 


Et 


U 

n 

R 4 = 


CI 

PhCO 


3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 


CH 2 




D-105 


Et 


u 
n 

R 4 = 


CI 

PhCH 2 C0 


3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 


CH 2 




D-106 


Et 


LI 

n 

R 4 = 


CI 

c-PrCO 


3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 


CH 2 


nD 1.5379 
(25. 8t0 


D-107 


Et 


u 
n 

R 4 = 


CI 3-0Me-4-0-(5-CF 3 - 
MeCH=CHCO pyridine-2-yl)-Ph 


CH 2 


amorphous 


D-108 


Et 


H 

R 4 = 


CI 
MeOOC 


3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 


CH 2 


nD 1.5268 
(26. 6X:> 


D-109 


Et 


H 

R 4 = 


CI 
EtOOC 


3-OMe-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 


CH 2 




D-110 


Et 


H 

R 4 = 


CI 
n-PrOOC 


3-0Me-4-O-(5-CF 3 - 
pyridine-2-yl) -Ph 


CH 2 




D-lll 


Et 


H 

R 4 = 


CI 
i-PrOOC 


3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 


CH 2 
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Table D (cont'd) 



No. R 1 R 2 R 3 R 5 Y Property OC) 



D-112 Et H CI 3-0Me-4-0-(5-CF 3 - CH 2 
R 4 = t-BuOOC pyridine-2-yl)-Ph 

D-113 Et H CI 3-0Me-4-0-(5-CF 3 - CH 2 
R 4 = PhOOC . pyridine-2-yl)-Ph 

D-114 Et H CI 3-0Me-4-0-(5-CF 3 - CH 2 
R 4 = PhCH 2 00C pyridine-2-yl)-Ph 



D-115 Et H CI 3-0Me-4-0-(5-CF 3 - CH 



R 4 = MeSCH 2 pyridine-2-yl)-Ph 

D-116 Et H CI 3-0Me-4-0-(5-CF 3 - CH 
R 4 = CF 3 CH 2 pyridine-2-yl)-Ph 



2 



2 



D-117 Et H F 3-0Me-4-0-(5-CF 3 - CH 2 

pyridine-2-yl) -Ph 

D-118 Et H OH 3-0Me-4-0-(5-CF 3 - CH 2 

pyridine-2-yl) -Ph 

D-119 Et H OMe 3-OMe-4-0- (5-CF 3 - CH 2 

pyridine-2-yl) -Ph 

D-120 CH 2 =CH 2 H CI 3-OMe-4-0-(5-CF 3 - CH 2 122-128 

pyridine-2-yl) -Ph 

D-121 NCCH 2 H CI 3-0Me-4-0-(5-CF 3 - CH 2 

pyridine-2-yl) -Ph 

D-122 0HCCH 2 H CI 3-0Me-4-0-(5-CF 3 - CH 2 

pyridine-2-yl) -Ph 



153 



EP 1 319 657 A1 

Table D (cont'd) 



No. R 



R 3 R 5 



Property (°C) 



D-123 MeON=CHCH 2 H 
D-124 EtOOCCH 2 H 
D-125 Me 2 N0CCH 2 H 
D-126 Et H 
D-127 Et H 
D-128 Et H 



D-129 Et 



D-130 Et 



D-131 Et 



D-132 Et 



D-133 Et 



H 



H 



H 



CI 3-0Me-4-0-(5-CF 3 - 
pyridine-2-y 1 ) -Ph 

CI 3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 

CI 3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 

CI 3-0Me-4-0-(5~CF 3 - 
pyridine-2-yl) -Ph 

CI 3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 

CI 3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 

CI 3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl)-Ph 

CI 3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 

CI 3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 

CI 3-0Me-4-0-(5-CF 3 - 
pyridine-2-y 1) -Ph 

CI 3-0Me-4-0-(5-CF 3 - 
pyridine-2-yl) -Ph 



CH. 



CH. 



CH. 



C=0 



COCH. 



nD 1.5735 
(25. TC) 



C=N0Me amorphous 
C(=N0Me)CH 2 

CHOH 49 
CHOMe 
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Table D (cont'd) 



No. R 1 R 2 R 3 R 5 Y Property (°C) 



D-134 Et H CI 3-0Me-4-0-(5-CF 3 - CHMe 

pyridine-2-y 1) -Ph 

D-135 Et H CI 3-0Me-4KH5-CF 3 - CMe 2 

pyridine-2-yl) -Ph 

D-136 Et H CI 3-0Me-4-0~(5-CF(CF 3 ) 2 - CH 2 

pyridine-2-yl) -Ph 

D-137 Et H CI 3-0Me-4-0~(5-CH(CF 3 ) 2 - CH 2 

pyridine-2~yl) -Ph 

D-138 Et H CI 3-0Me~4-(M5~CF 2 CF 3 - CH 2 56-60 

pyridine-2-y 1) -Ph 

D-139 Et H CI 3-0Me-4-0-(2-CF 3 - CH 2 133-136 

pyridine-5-y 1) -Ph 

D-140 Et H CI 3-0Me-4-0- (6-CF (CF 3 ) 2 - CH 2 

pyridazine-3-yl) -Ph 

D-141 Et H CI 3-0Me-4-0-(6-CH(CF 3 ) 2 ~ CH 2 

pyridazine-3-yl) ~Ph 

D-142 Et H CI 3-0Me-4-0-(6-CF 2 CF 3 - CH 2 

pyridazine-3-yl) -Ph 

D-143 Et H CI 3-0Me-4-0~(5-CF 3 - CH 2 

pyrimidine-2-yl) -Ph 

D-144 Et H CI 3-0Me-4-0- (5-CF (CF 3 ) 2 - CH 2 

pyrimidine-2-yl) -Ph 
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Table D (cont'd) 



No. R 1 R 2 R 3 R 5 Y Property CC) 



D-145 Et H CI 3-0Me-4-0-(5-CH(CF 3 ) 2 - CH 2 

pyrimidine-2-y 1) -Ph 

D-146 Et H CI 3-0Me-4-O-(5-CF 2 CF 3 - CH 2 

pyrimidine-2-yl) -Ph 

D-147 Et H CI 3-0Me-4-O-(5-CF 3 -pyrazine- CH 2 

2-yl)-Ph 

D-148 Et H CI 3-0Me-4-0-(4-Br-thiazole- CH 2 

2-yl)-Ph 

D-149 Et H CI 3-0Me-4-0-(4-Cl-thiazole- CH 2 

2-yl)-Ph 

D-150 Et H CI 3-0Me-4-0-(5-Cl-thiazole- CH 2 

2-yl)-Ph 

D-151 Et H CI 3-0Me-4-0-(5-N0 2 -thiazole- CH 2 

2-yl)-Ph 

D-152 Et H CI 3-0Me-4-0-(5-Cl-thiophene- CH 2 

2-yl)-Ph 

D-153 Et H CI 3-0Me-4-0-(5-Br-thiophene- CH 2 

2-yl)-Ph 

D-154 Et H CI 3-0Me-4-0-(5-CF 3 - CH 2 

thiophene-2-yl) -Ph 

D-155 Et H CI 3-0Me-4-0-(5-CF 3 - CH 2 

thiadiazole-2-yl)-Ph 
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Table D (cont'd) 



No. R 1 R 2 R 3 R 5 Y Property CC) 



D-156 Et H CI 3-NH 2 -4-0-(5-CF 3 - CH 2 nD 1. 5305 

pyridine-2-yl)-Ph " (25. 6°C) 

D-157 Et H CI 3-NHMe-4-0-(5-CF 3 - CH 2 nD 1. 5201 

pyridine-2-yl)-Ph (25.4*0 

D-158 Et H CI 3-NMe 2 -4-0-(5-CF 3 - CH 2 

pyridine-2-y 1) -Ph 

D-159 Et H CI 3-NHAc-4-0-(5-CF 3 - CH 2 

pyridine-2-yl) -Ph 

D-160 Et H CI 3-NHC0CF 3 -4-O-(5-CF 3 - CH 2 

pyridine-2-yl)-Ph 

D-161 Et H CI 3-NHS0 2 Me-4-0-(5-CF 3 - CH 2 

pyridine-2-yl) -Ph 

D-162 Et H CI 3-NHS0 2 CF 3 -4-0-(5-CF 3 - CH 2 

pyridine-2-yl) -Ph 

D-163 Et H CI 3-SH-4-0-(5-CF 3 -pyridine- CH 2 

2-yl)-Ph 

D-164 Et H CI 3-SMe-4-0-(5-CF 3 -pyridine- CH 2 

2-yl)-Ph 

D-165 Et H CI 3-S0Me-4-0-(5-CF 3 - CH 2 

pyridine-2-y 1) -Ph 

D-166 Et H CI 3-S0 2 Me-4-0-(5-CF 3 - CH 2 

pyridine-2-yl) -Ph 
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Table D (cont'd) 



No. 


R 1 


R 2 


R 


3 R 5 


Y Property 


CC) 


D-167 


Et 


H 


CI 


3-SCHF 2 -4-0-(5-CF 3 - 
Dvridine~2""vl) ~Ph 


CH 2 






n-i68 


Ft 


H 


CI 


o-cnr up -4-0- fR-CF o - 
pyridine-2-yl) -Ph 


on 2 






D-169 


Et 


H 


CI 


3-S0 2 CHF 2 -4-0- (5-CF 3 - 
pyriciine ^ y i / rn 


CH 2 






D-170 


Et 


H 


CI 


3-0Me-4-0-(4-F-Ph)-Ph 


C=0 






D-171 


Et 


H 


CI 


3-0Me-4-0- (4-F-Ph) -Ph 


C0CH 2 






D-172 


Et 


H 


CI 


3-0Me-4-0- (4-F-Ph) -Ph 


C=N0Me 






D-173 


Et 


H 


CI 


3-0Me-4-0- (4-F-Ph) -Ph 


C(=N0Me)CH 2 




D-174 


Et 


H 


CI 


3-0Me-4-0- (4-F-Ph) -Ph 








D-175 


Et 


H 


CI 


3-0Me-4-0- (4-F-Ph) -Ph 








D-176 


Et 


H 


CI 


3-0Me-4-0- (4-F-Ph) -Ph 


CHOH 






D-177 


Et 


H 


CI 


3-0Me-4-C~ (4-F-Ph) -Ph 


CHOMe 






D-178 


Et 


H 


CI 


3-0Me-4-0- (4-F-Ph) -Ph 


CHMe 






D-179 


Et 


H 


CI 


3-0Me-4-0- (4-F-Ph) -Ph 


C(Me) 2 






D-180 


Et 


H 


CI 


3-0Me-4-(6-Cl- 
benzothiazole-2-yl) -Ph 


CH 2 


142- 


145 


D-181 


Et 


H 


CI 


3-0Me-4-(6-0Me- CH 2 
benzothiazole-2-yl) -Ph 




96-99 


D-182 


Et 


H 


CI 


3-0Me-4-0CH 2 (pyridine- 


CH 2 


106- 


108 



2-yl) -Ph 
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Table D (cont'd) 



No 


R 1 


R 2 R 3 


R 5 


Y Property (X) 


D-183 


Et 


H 


CI 


3-0Me-4-0CH 2 CH 2 

(pyridine-2-yl) -Ph 


CH 2 


90-96 


D-184 


Et 


H 

n 


n 


3-0Me-4-0-(5-CF 3 - CH(OCH(Me)OEt) 
pyridine-2-yl) -Ph 


(25. 6V) 


D-185 


Me 


rl 


Dx 


3-OMe-4-0-(5-CF 3 - 

pyridine-2-yl) -Ph 


CH 2 


LCX) lot 


D-186 


Et 


u 
n 


ci 

A. 


-4-0- (pyridine-2-yl) -Ph 


CH 2 




D-187 


Et 


H 


CI 


-4-0- (pyridine-3-yl) -Ph 


CH 2 


97-99 


D-188 


Et 


H 

R 4 = 


CI 
CSNHMe 


3-0Me-4-0-(5-CF 3 - 

pyridine-2-yl) -Ph 


CH 2 


145-147 


D-189 


Et 


H 

R 4 = 


CI 
CONHMe 


3-0Me-4-0-(5-CF 3 - 

pyridine-2-yl) -Ph 


CH 2 


nD 1.5369 
(26. 2°C) 


D-190 


Et 


H 

R 4 = 


CI 
CHO 


pyridine-2-yl)-Ph 


un 2 


nD 1.5125 

(25. 5°C) 


D-191 


Et 


H 
R 4 = 


Br 

Ac 


3-0Me-4-0-(5-CF 3 - 

pyridine-2-yl) -Ph 


CH 2 


nD 1.5345 
(26. 4°C) 


D-192 


Et 


H 


Br 


3-N0 2 -4-0-(5-CF 3 - 
pyridine-2-yl)-Ph 


CH 2 


nD 1.5258 
(25. 6°C) 


D-193 


Et 


CI 


CI 


3-0Me-4-0-(5-CF 3 - 

pyridine-2-yl) -Ph . 


CH 2 


nD 1. 5182 
(25. 0°C) 


D-194 


Me 


CF 


3 I 


3-0Me-4-0-(5-CF 3 - 

pyridine-2-y 1) -Ph 


CH 2 


178-180 


D-195 


Me 


CF 


3 Br 


3-OMe-4-0-(5-CF 3 - 

pyridine-2-yl)-Ph 


CH 2 


173 


D-196 


Et 


H 


CI 


3-NH0H-4-0-(5-CF 3 - 
pyridine-2-y 1) -Ph 


CH 2 


218 
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The general formula (III) 




(III) 



Table E 



No. 


R1 


R2 


R3 


R4 


1 H-NMR(CDCI 3 /TMS,ppm) 


E-1 


Me 


Me 


CI 


H 


2.16(31-1. s), 2.60(21-1. brs), 3.64(31-1. s). 


E-2 


Et 


Me 


CI 


H 


1.33(3H. t), 2.71 (2H. brs). 












3.64(3H, s), 4.02(2H. q). 


E-3 


Me 


H 


CI 


H-HCI 


2.41 (2H. brs), 3.80(3H. s), 7.68(1 H. s), 


E-4 


Et 


H 


CI 


H 


1.38(3H. t), 3.00(2H. brs), 4.10(2H. q), 












7.20(1 H. s). 


E-5 


Et 


H 


Br 


H 


1.38(3H. t), 2.94(2H. brs), 4.12(21-1. q), 












7.23(1 H. s). 



[0961] Hereinbelow, representative examples for producing an N-(4-pyrazolyl)amide derivative according to the 
present invention will be illustrated. However, the present invention is not construed to be limitative thereto. 

EXAMPLES 

Example 1: Production of 5-chloro-4-(4-(4-cyanophenoxy) phenylacetoamino)-1 ,3-dimethylpyrazole (B-3) 

[0962] 4-Amino-5-chloro-1 ,3-dimethylpyrazole (0.20 g, 1.37 mmol), 4-(4-cyanophenoxy) phenylacetic acid (0.35 g, 
1.37 mmol), 2-chloro-1 -methylpyridinium iodide (0.38 g, 1.5 mmol), and triethylamine (0.15 g, 1.51 mmol) were dis- 
solved in tetrahydrofuran (THF, 10 ml), and stirred at a room temperature for 2 hours. After the reaction was finished, 
the desired compound was extracted with ethyl acetate, and the organic layer was washed with 1 N-hydrochloric acid 
aqueous solution, saturated sodium bicarbonate aqueous solution, and saturated saline in this order, followed by drying 
with anhydrous magnesium sulfate. The solvent was distilled off under a reduced pressure. Crystallization from a 
mixture of n-hexane and ether gave 0.27 g of the desired compound. The yield was 52%. 

Example 2: Production of 5-chloro-4-(4-(4-trifluoromethylphenyl)phenylacetoamino)-1-methylpyrazole (B-65) 

[0963] A hydrochloric acid salt of 4-amino-5-chloro-1 - methylpyrazole (0.24 g, 1 .4 mmol), 4-(4-trifluoromethylphenyl) 
phenylacetic acid (0.39 g, 1.4 mmol), 2-chloro-1 -methylpyridinium iodide (0.39 g, 1.54 mmol), and triethylamine (0.3 
g, 3.0 mmol) were dissolved in THF (20 ml), and reacted under reflux for 4 hours. After being left to stand, the reaction 
solution was poured into water. The desired compound was extracted with ethyl acetate, and the organic layer was 
washed with saturated sodium bicarbonate aqueous solution, saturated saline, 1 N-hydrochloric acid aqueous solution, 
and saturated saline in this order, followed by drying with anhydrous sodium sulfate. The solvent was distilled off under 
a reduced pressure. The crystal obtained was suspended in a mixture of n-hexane and methyl butyl ether, then filtered 
to obtain 0.23 g of the desired compound. The yield was 42%. 

Example 3: Production of 5-chloro-1 ,3-dimethyl-4-(2-chlorophenylacetoamino)pyrazole (A-5) 

[0964] 4-Amino-5-chloro-1 ,3-dimethylpyrazole (0.14 g, 0.96 mmol) and triethylamine (0.10 g, 0.96 mmol) were dis- 
solved in THF (25 ml), and thereto 2-chloro-phenylacetyl chloride (10.18 g, 0.96 mmol) was added. The solution was 
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reacted at room temperature for 24 hours, then the reaction solution was poured into water. The desired compound 
was extracted with ethyl acetate, and the organic layer was washed with 1 N-hydrochloric acid aqueous solution, sat- 
urated sodium bicarbonate aqueous solution, and saturated saline in this order, followed by drying with anhydrous 
sodium sulfate. The solvent was distilled off under a reduced pressure. A crystal obtained was suspended in a mixture 
of acetone and ether, then filtered to obtain 0.11 g of the desired compound. The yield was 37%. 

Example 4: Production of 5-chloro-4-(3-methoxy-4-(5-trifluoromethylpyridine-2-yloxy)phenylacetylamino)- 
1-ethylpyrazole (D-33) 

[0965] A hydrochloric acid salt of 4-amino-5-chloro-1 - ethylpyrazole (0.20 g, 1.10 mmol), 3-methoxy-4-(5-trifluor- 
omethylpyridine-2-yloxy) phenylacetic acid (0.36 g, 1.10 mmol), 2-chloro-1 -methylpyridinium iodide (0.62 g, 2.43 
mmol), and triethylamine (0.34 g, 3.3 mmol) were dissolved in THF (30 ml), and stirred while heating for 2 hours. After 
the reaction was finished, the desired compound was extracted with ethyl acetate, and the organic layer was washed 
with 1 N-hydrochloric acid aqueous solution, saturated sodium bicarbonate aqueous solution, and saturated saline in 
this order, followed by drying with anhydrous magnesium sulfate. The solvent was distilled off under a reduced pressure. 
The residue was purified by a column chromatography (n-hexane / ethyl acetate = 1/3) to obtain 0.28 g of the desired 
compound. The yield was 56%. 

Example 5: Production of 5-chloro-4-(3-difluoromethoxy-4-(5-trifluoromethylpyridine-2-yloxy)phenylacetylamino)- 

1 - ethylpyrazole (D-86) 

[0966] 4-Amino-5-chloro-1 -ethylpyrazole (0.30 g, 2.08 mmol), 3-difluoromethoxy-4-(5-trifluoromethylpyridine- 

2- yloxy)phenylacetic acid (0.75 g, 2.08 mmol), 2-chloro-1 -methyl- pyridinium iodide (1.17 g, 4.58 mmol), and triethyl- 
amine (0.63 g, 6.24 mmol) were dissolved in THF (30 ml), and stirred while heating for 2 hours. After the reaction was 
finished, the desired compound was extracted with ethyl acetate, and the organic layer was washed with 1 N-hydro- 
chloric acid aqueous solution, saturated sodium bicarbonate aqueous solution, and saturated saline in this order, fol- 
lowed by drying with anhydrous magnesium sulfate. The solvent was distilled off under a reduced pressure. The residue 
was purified by a column chromatography (n-hexane / ethyl acetate = 1/1 ) to obtain 0.57 g of the desired compound. 
The yield was 56%. 

Example 6: Production of 5-bromo-4-(3-methoxy-4-(5-trifluoromethylpyridine-2-yloxy)phenylacetylamino)- 
1 -ethylpyrazole (D-79) 

[0967] 4-Amino-5-bromo-1 -ethylpyrazole (0.36 g, 1.90 mmol), 3-methoxy-4-(5-trifluoromethylpyridine-2-yloxy)phe- 
nylacetic acid (0.62 g, 1 .90 mmol), 2-chloro-1 -methylpyridinium iodide (1 .07 g, 4.1 8 mmol), and triethylamine (0.58 g, 
5.7 mmol) were dissolved in THF (30 ml), and stirred while heating for 2 hours. After the reaction was finished, the 
desired compound was extracted with ethyl acetate, and the organic layer was washed with 1 N-hydrochloric acid 
aqueous solution, saturated sodium bicarbonate aqueous solution, and saturated saline in this order, followed by drying 
with anhydrous magnesium sulfate. The solvent was distilled off under a reduced pressure. The residue was purified 
by a column chromatography (n-hexane / ethyl acetate = 1 /3) to obtain 0.86 g of the desired compound. The yield was 
91%. 

Example 7: Production of 5-chloro-4-(3-methoxy-4-(5-trifluoromethylpyridine-2-yloxy)phenylacetylamino)- 

1- (2-chloroethyl) pyrazole (D-71) 

[0968] 4-Amino-5-chloro-1-(2-chloroethyl)pyrazole (0.56 g, 3.13 mmol), 3-methoxy-4-(5-trifluoromethylpyridine- 

2- yloxy) phenylacetic acid (1.02 g, 3.13 mmol), 2-chloro-1 -methylpyridinium iodide (1.76 g, 6.89 mmol), and triethyl- 
amine (0.95 g, 9.39 mmol) were dissolved in THF (30 ml), and stirred while heating for 2 hours. After the reaction was 
finished, the desired compound was extracted with ethyl acetate, and the organic layer was washed with 1 N-hydro- 
chloric acid aqueous solution, saturated sodium bicarbonate aqueous solution, and saturated saline in this order, fol- 
lowed by drying with anhydrous magnesium sulfate. The solvent was distilled off under a reduced pressure. The residue 
was purified by a column chromatography (n-hexane / ethyl acetate = 1/1 ) to obtain 0.57 g of the desired compound. 
The yield was 37%. 

Example 8: Production of 5-chloro-4-(3-methoxy-4-(6-trifluoromethylpyridazine-3-yloxy)phenylacetylamino)- 
1 -ethylpyrazole (D-78) 

[0969] 4-Amino-5-chloro-1 -ethylpyrazole (0.13 g, 0.91 mmol), 3-methoxy-4-(6-trifluoromethylpyridazine-3-yloxy) 
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phenylacetic acid (0.30 g, 0.91 mmol), 2-chloro-1 -methyl- pyridinium iodide (0.28 g, 1.09 mmol), and triethylamine 
(0.11 g, 1 .09 mmol) were dissolved in THF (20 ml), and stirred while heating for 1 hour. After the reaction was finished, 
the desired compound was extracted with ethyl acetate, and the organic layer was washed with 1 N-hydrochloric acid 
aqueous solution, saturated sodium bicarbonate aqueous solution, and saturated saline in this order, followed by drying 
5 with anhydrous magnesium sulfate. The solvent was distilled off under a reduced pressure. The residue was dissolved 
in ethyl acetate, and thereto an activated carbon was added. The solution was stirred while heating for 1 hour. After 
filtration, the solvent was distilled off under a reduced pressure. 

Crystallization from a mixture of n-hexane and ether gave 0.23 g of the desired compound. The yield was 57%. 

10 Example 9: Production of 5-chloro-4-(3-methoxy-4-(4-trifluoromethylthiazole-2-yloxy)phenylacetylamino)- 
1-ethylpyrazole (D-94) 

[0970] A hydrochloric acid salt of 4-amino-5-chloro-1 -ethyl- pyrazole (0.27 g, 1.50 mmol), 3-methoxy-4-(4-trifluoro- 
methylthiazole-2-yloxy)phenylacetic acid (0.50 g, 1 .50 mmol), 2-chloro-1 -methylpyridinium iodide (0.46 g, 1 .80 mmol), 

15 and triethylamine (0.38 g, 3.75 mmol) were dissolved in THF (30 ml), and stirred while heating for 2 hours. After the 
reaction was finished, the desired compound was extracted with ethyl acetate, and the organic layer was washed with 
1 N-hydrochloric acid aqueous solution, saturated sodium bicarbonate aqueous solution, and saturated saline in this 
order, followed by drying with anhydrous magnesium sulfate. The solvent was distilled off under a reduced pressure. 
The residue was purified by a column chromatography (n-hexane / ethyl acetate = 1/1) to obtain 0.12 g of the desired 

20 compound. The yield was 1 8%. 

Example 1 0: Production of 5-chloro-4-(3-methoxy-4-(4-fluorophenyloxy)phenylacetylamino)-1 -methylpyrazole (B-1 03) 

[0971] 4-Amino-5-chloro-1 -methylpyrazole (0.10 g, 0.76 mmol), 3-methoxy-4-(4-fluorophenyloxy) phenylacetic acid 
25 (0.21 g, 0.76 mmol), 2-chloro-1 -methylpyridinium iodide (0.23 g, 0.91 mmol), and triethylamine (0.1 g, 0.91 mmol) were 
dissolved in THF (20 ml), and stirred while heating for 2 hours. After the reaction was finished, the desired compound 
was extracted with ethyl acetate, and the organic layer was washed with 1 N-hydrochloric acid aqueous solution, sat- 
urated sodium bicarbonate aqueous solution, and saturated saline in this order, followed by drying with anhydrous 
magnesium sulfate. The solvent was distilled off under a reduced pressure. The residue was dissolved in ethyl acetate, 
30 and thereto an activated carbon was added. The solution was stirred while heating for 1 hour. After filtration, the solvent 
was distilled off under a reduced pressure. 

Crystallization from a mixture of n-hexane and ether gave 0.20 g of the desired compound. The yield was 65%. 
Example 11: Production of 5-chloro-4-(3-methoxy-4-(4-fluorophenyloxy)phenylacetylamino)-1-ethylpyrazole (B-1 17) 

35 

[0972] 4-Amino-5-chloro-1 -ethylpyrazole (0.20 g, 1.09 mmol), 3-methoxy-4-(4-fluorophenyloxy) phenylacetic acid 
(0.30 g, 1.09 mmol), 2-chloro-1 -methylpyridinium iodide (0.33 g, 1.31 mmol), and triethylamine (0.28 g, 2.73 mmol) 
were dissolved in THF (20 ml), and stirred while heating for 2 hours. After the reaction was finished, the desired com- 
pound was extracted with ethyl acetate, and the organic layer was washed with IN-hydrochloric acid aqueous solution, 
40 saturated sodium bicarbonate aqueous solution, and saturated saline in this order, followed by drying with anhydrous 
magnesium sulfate. The solvent was distilled off under a reduced pressure. The residue was dissolved in ethyl acetate, 
and thereto an activated carbon was added. The solution was stirred while heating for 1 hour. After filtration, the solvent 
was distilled off under a reduced pressure. 

Crystallization from a mixture of n-hexane and ether gave 0.30 g of the desired compound. The yield was 68%. 

45 

Example 12: Production of 5-chloro-4-(4-(4-trifluoromethoxyphenyl)phenylacetylamino)-1 ,3-dimethylpyrazole (B-23) 

[0973] 4-Amino-5-chloro-1 , 3-dimethylpyrazole (0.14 g, 0.75 mmol), 3-methoxy-4-(4-trifluoromethoxyphenyloxy) 
phenylacetic acid (0.27 g, 0.75 mmol), diethyl cyanophosphate (0.16 g, 1.00 mmol), and triethylamine (0.15 g, 1.50 

50 mmol) were dissolved in THF (20 ml), and were stirred at room temperature for 1 0 hours. After the reaction was finished, 
the desired compound was extracted with ethyl acetate, and the organic layer was washed with 1 N-hydrochloric acid 
aqueous solution, saturated sodium bicarbonate aqueous solution, and saturated saline in this order, followed by drying 
with anhydrous magnesium sulfate. The solvent was distilled off under a reduced pressure. The residue was dissolved 
in ethyl acetate, and thereto an activated carbon was added. The solution was stirred while heating for 1 hour. After 

55 filtration, the solvent was distilled off under a reduced pressure. Crystallization from a mixture of n-hexane and ether 
gave 0.14 g of the desired compound. The yield was 37%. 
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Example 13: Production of 5-chloro-4-(2-(2,2-dimethylpropyl) benzoxazole-5-ylacetylamino)-1 ,3-dimethylpyrazole (C- 
1) 



[0974] A hydrochloric acid salt of 4-amino-5-chloro-1 ,3-dimethylpyrazole (0.22 g, 1 .21 mmol), 2-(2,2-dimethylpropyl) 
benzoxazole-5-ylphenylacetic acid chloride (0.32 g, 1 .21 mmol), and triethylamine (0.37 g, 3.63 mmol) were dissolved 
in THF (30 ml), and stirred at a room temperature for 1 0 hours. After the reaction was finished, the desired compound 
was extracted with ethyl acetate, and the organic layer was washed with 1 N-hydrochloric acid aqueous solution, sat- 
urated sodium bicarbonate aqueous solution, and saturated saline in this order, followed by drying with anhydrous 
magnesium sulfate. The solvent was distilled off under a reduced pressure. The residue was purified by a column 
chromatography (n-hexane / ethyl acetate = 1/5) to obtain 0.05 g of the desired compound. The yield was 10%. 

Example 14: Production of 5-chloro-4-(N-ethyl-N-(3-methoxy-4-(5-trifluoromethylpyridine-2-yloxy)phenylacetyl) 
amino)-1-ethylpyrazole (D-67) 

[0975] 5-Chloro-4-(3-methoxy-4-(5-trifluoromethylpyridine-2-yloxy) phenylacetylamino)-1 -ethylpyrazole (D-33) 
(0.50 g, 1.10 mmol) was dissolved in methylene chloride (15 ml), and ethyl iodide (0.43 g, 2.76 mmol), benzyltriethy- 
lammonium chloride (0.015 g, 0.066 mmol), and a 50 % aqueous solution of sodium hydroxide (0.44 ml) were added 
thereto. The solution was stirred while heating for 10 hours. After the reaction was finished, the desired compound 
was extracted with ethyl acetate, and the organic layer was washed with 1 N-hydrochloric acid aqueous solution, sat- 
urated sodium bicarbonate aqueous solution, and saturated saline in this order, followed by drying with anhydrous 
magnesium sulfate. The solvent was distilled off under a reduced pressure. The residue was purified by a column 
chromatography (n-hexane / ethyl acetate = 1/1) to obtain 0.35 g of the desired compound. The yield was 66%. 

Example 15: Production of 5-chloro-4-(N-ethoxycarbonylmethyl-N-(3-methoxy-4-(5-trifluoromethylpyridine-2-yloxy) 
phenylacetyl)amino)-1 -ethylpyrazole (D-98) 

[0976] 5-Chloro-4-(3-methoxy-4-(5-trifluoromethylpyridine-2-yloxy) phenylacetylamino)-1 -ethylpyrazole (D-33) 
(0.80 g, 1 .76 mmol) was dissolved in DMF (40 ml), and ethyl chloroacetate (0.45 g, 3.67 mmol) and potassium carbonate 
(0.80 g, 5.79 mmol) were added thereto. The solution was stirred while heating for 5 hours. After the reaction was 
finished, the reaction solution was poured into water, and then the desired compound was extracted with ethyl acetate. 
The organic layer was washed with 1 N-hydrochloric acid aqueous solution, saturated sodium bicarbonate aqueous 
solution, and saturated saline in this order, followed by drying with anhydrous magnesium sulfate. The solvent was 
distilled off under a reduced pressure. The residue was purified by a column chromatography (n-hexane / ethyl acetate 
= 2/1) to obtain 0.41 g of the desired compound. The yield was 43%. 

Example 16: Production of 5-chloro-4-(N-ethoxymethyl-N-(3-methoxy-4-(4-fluorophenyloxy)phenylacetyl)amino)- 
1 -methyl- pyrazole (B-123) 

[0977] 5-Chloro-4-(3-methoxy-4-(4-fluorophenyloxy)-phenylacetylamino)-1 -methylpyrazole (B-103, 0.15 g, 0.38 
mmol) was dissolved in methylene chloride (5 ml), and ethoxymethyl chloride (0.09 g, 0.96 mmol), benzyltriethylam- 
monium chloride (0.08 g, 0.03 mmol), and a 50 % aqueous solution of sodium hydroxide (0.15 ml) were added thereto. 
The solution was stirred at room temperature for one hour. After the reaction was finished, the desired compound was 
extracted with ethyl acetate, and the organic layer was washed with 1 N-hydrochloric acid aqueous solution, saturated 
sodium bicarbonate aqueous solution, and saturated saline in this order, followed by drying with anhydrous magnesium 
sulfate. The solvent was distilled off under a reduced pressure. The residue was purified by a column chromatography 
(n-hexane / ethyl acetate = 1/1) to obtain 0.09 g of the desired compound. The yield was 52%. 
[0978] Typical formulations and test examples of the present invention are described below but they should not be 
construed as limiting the scope of the invention. 

[0979] As used in the examples, the terms "part" and "parts" are by weight. 



ether and calcium alkylbenzenesulfonate 

[0980] An emulsifiable concentrate was prepared by mixing uniformly the above ingredients to effect dissolution. 



Formulation Example 1 



Compound of the present invention 
Xylene 

Mixture of polyoxyethylene nonylphenyl 



50 parts 
40 parts 
1 0 parts 



163 



EP 1 319 657 A1 



Formulation Example 2 


Compound of the present invention 


3 parts 


Clay powder 


82 parts 


Diatomaceous earth powder 


1 5 parts 



[0981] A dust was prepared by mixing uniformly and grinding the above ingredients. 



10 


Formulation Example 3 




Compound of the present invention 


5 parts 




Mixed powder of bentonite and clay 


90 parts 




Calcium ligninsulfonate 


5 parts 



15 

[0982] Granules were prepared by mixing the above ingredients uniformly, and kneading the resulting mixture to- 
gether with a suitable amount of water, followed by granulation and drying. 



Formulation Example 4 


Compound of the present invention 


20 parts 


Mixture of kaolin and synthetic 




kaoline and high-dispersion silicic acid 


75 parts 


Mixture of polyoxyethylene nonylphenyl 




ether and calcium alkylbenzenesulfonate 


5 parts 



[0983] A wettable powder was prepared by mixing uniformly and grinding the above ingredients. 
Test Example 1 : Control effect on apple scab ( Venturia inaequalis ) 

30 

[0984] The agent in accordance with the formulations mentioned above was prepared and diluted with water in the 
prescribed concentration to obtain a test solution. The stalks and leaves of the potted apple seedling (cultivar: Ohrin) 
were sprayed with the test solution. After one day, they were inoculated with the suspension of conidia spores of apple 
scab (Venturia inaequalis ) by spraying. Two weeks after the inoculation, the lesion area of each leaf was measured 
35 and then compared with that on the untreated plot, whereby the controlling effect was judged according to the following 
criterion. 

Criterion for judgment: 

A: control efficacy 100 to 90% 
40 B: control efficacy 89 to 80% 

C: control efficacy 79 to 50% 
D: control efficacy 49 to 0% 

[0985] The results of the test shown below are indicated as Table-compound No. As a result of the Test Example 1 , 
45 the following compounds had an activity rated A: A-1 to A-5, A-7 to A-10, A-13, A-14, A-20, A-22 to A-25, A-27, A-30, 
A-31, A-33 to A-40, A-43 to A-49, A-52, A-53, A-54, A-55, A-56, A-57, B-1, B-3, B-5, B-7 to B-12, B-16 to B-22, B-24, 
B-26, B-27, B-29, B-30, B-38, B-40, B-47, B-49, B-53, B-56, B-64 to B-69, B-74, B-76, B-77, B-80 to B-87, B-89, B- 
91 , B-93, B-94, B-97 to B-1 00, B-1 02 to B-1 04, B-1 06, B-1 07, B-1 1 0, B-1 1 3, B-1 1 4, B-1 1 7 to B-1 20, B-1 23 to B-1 25, 
B-1 86, D-3 to D-6, D-10, D-13, D-14, D-16, D-18, D-21 to D-23, D-27 to D-31, D-33, D-34, D-38, D-41, D-42, D-45 to 
50 D-47, D-53, D-54, D-57, D-58, D-60, D-61, D-68, D-71, D-73 to D-76, D-82 to D-88, D-92, D-94, D-98, D-99, D-101, 
D-102, D-106, D-108, D-126, D-128, D-132, D-139, D-181, D-184, D-185, D-186, D-187, D-189 and D-190. 

Test Example 2: Control effect on cucumber downy mildew (Pseudoperonospora cubensis ) 

55 [0986] The agent in accordance with the formulations mentioned above was prepared and diluted with water in the 
prescribed concentration to obtain a test solution. The stalks and leaves of the potted cucumber at the 1 .5 leaf stage 
(cultivar: Suyo) were sprayed with the test solution. After one day, they were inoculated with zoospore of cucumber 
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downy mildew ( Pseudoperonospora cubensis ) by spraying. Seven days after the inoculation, the lesion area of each 
leaf was measured and then compared with that on the untreated plot, whereby the controlling effect was judged 
according to the criterion shown in Test Example 1 . 

[0987] As a result of the following compounds had an activity rated A: the compounds Nos. A-3 to A-1 0, A-1 3, A-1 4, 
5 A-1 6, A-1 9 to A-25, A-27, A-28, A-30, A-31 , A-33, A-35, A-36, A-40 to A-49, A-51 , A-53, B-1 to B-1 1 , B-1 3, B-1 8 to B- 
20, B-22, B-24, B-26 to B-31, B-38 to B-40, B-42 to B-45, B-47 to B-51, B-53, B-56, B-58, B-60 to B-69, B-71, B-72, 
B-74, B-76 to B-1 1 9, B-1 23 to B-1 25, B-1 83, B-1 84, B-1 86, C-1 , C-2, D-1 to D-6, D-1 2 to D-1 6, D-1 8, D-1 9, D-22 to 
D-36, D-38 to D-42, D-44 to D-53, D-55 to D-60, D-62 to D-74, D-77 to D-79, D-82, D-84 to D-92, D-94, D-96 to D-98, 
D-100, D-101, D-102, D-106, D-107, D-108, D-120, D-126, D-128, D-132, D-138, D-180, D-181, D-185, D-186, D-190, 
10 D-1 91 and D-1 92. 

Test Example 3: Controlling effect on Chinese cabbage black spot (Alternaria brassicae ) 

[0988] The agent in accordance with the formulations mentioned above was prepared and diluted with water in the 
15 prescribed concentration to obtain a test solution. The stalks and leaves of the potted Chinese cabbage at the 1 .5 leaf 
stage (cultivar: Muso) were sprayed with the test solution. After one day, they were inoculated with the suspension of 
conidia spores of Chinese cabbage black spot ( Alternaria brassicae ) by spraying. Seven days after the inoculation, 
the lesion area of each leaf was measured and then compared with that on the untreated plot, whereby the controlling 
effect was judged according to the criterion shown in Test Example 1 . 
20 [0989] As a result of the following compounds had an activity rated A: the compounds Nos. A-5, A-7 to A-9, A-20, 
A-33, A-35 to A-40, A-43 to A-47, A-49, A-53, B-3, B-6 to B-8, B-1 9, B-22, B-25, to B-27, B-39, B-40, B-42, B-44, B- 

47, B-49, B-50, B-53, B-54, B-56, B-61, B-63, B-70, B-71, B-79 to B-84, B-92, B-93, B-1 02, B-1 03, B-1 06, B-1 08, fi- 
ll 1 , B-1 1 4, B-1 1 7, B-1 1 8, B-1 21 , C-2, D-1 to D-3, D-9, D-1 4 to D-1 6, D-1 8, D-21 , D-22, D-24, D-25, D-33 to D-37, D- 
39, D-41, D-44 to D-53, D-48, D-49, D-51, D-53, D-57, D-58, D-84 to D-87, D-94, D-100, D-102, D-106, D-108, D-1 39, 

25 D-186 and D-1 92. 

Test Example 4: Controlling effect on tomato late blight (Phytophthora infestans ) 

[0990] The agent in accordance with the formulations mentioned above was prepared and diluted with water in the 
30 prescribed concentration to obtain a test solution. The stalks and leaves of the potted tomato at the 3 leaf stage (cultivar: 
Ponterosa) were sprayed with the test solution. After one day, they were inoculated with the suspension of zoospores 
of tomato late blight ( Phytophthora infestans ) by spraying. Five days after the inoculation, the lesion area of each leaf 
was measured and then compared with that on the untreated plot, whereby the controlling effect was judged according 
to the criterion shown in Test Example 1. 
35 [0991] As a result of the following compounds had an activity rated A: the compounds Nos. A-3, A-8, A-1 6, A-24, A- 
25, A-41 to A-43, A-55, A-56, B-3, B-10, B-36, B-38, B-56 to B-59, B-62, B-70, B-72, B-78, B-99, B-1 00, B-1 11 to fi- 
ll 4, B-1 19, C-1, C-2, D-4, D-1 4, D-1 5, D-21, D-30 to D-32, D-38, D-39, D-56, D-58, D-59, D-132, D-1 84, D-185 and 
D-186. 

40 Test Example 5: Controlling effect on barley powdery mildew 

[0992] The agent in accordance with the formulations mentioned above was prepared and diluted with water in the 
prescribed concentration to obtain a test solution. The stalks and leaves of the potted barley plants at the 1 .5 leaf stage 
(cultivar: Kanto No. 6) were sprayed with the test solution. After one day, they were inoculated with conidia spores of 
45 powdery mildew fungus (Erysiphe graminis hordei) by sprinkling. Seven days after the inoculation, the lesion area of 
each leaf was measured and then compared with that on the untreated plot, whereby the controlling effect was judged 
according to the criterion shown in Test Example 1 . 

[0993] As a result of the following compounds had an activity rated A: the compounds Nos. A-2, A-7, A-9, A-22, A- 

48, A-55, B-1, B-3, B-20, B-41, B-62, B-63, B-67, B-72, B-73, B-89, B-91, B-94, B-99, B-1 02, B-1 03, B-1 05, B-1 08, B- 
50 110, B-111, B-1 16, B-1 17, B-1 23 to B-1 25, B-1 86, D-1, D-1 8, D-28, D-32, D-33, D-38, D-40, D-47, D-48, D-51, D-56 

to D-60, D-62 to D-65, D-67 to D-69, D-71 to D-74, D-77 to D-79, D-81, D-82, D-85 to D-95, D-99, D-100, D-101, D- 
102, D-106, D-107, D-108, D-126, D-128, D-132, D-138, D-139, D-180, D-181, D-183, D-184, D-185, D-186, D-190 
and D-1 91. 

55 Test Example 6: Insecticidal effect on diamond back moth (Plutella xylostella) 

[0994] Adult diamond back moths were released and allowed to oviposit on a Chinese cabbage seedling. Two days 
after the release, the seedling having the eggs deposited thereon was immersed for about 30 seconds in a test solution 
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prepared by diluting an agent according to the formulations mentioned above into the concentration of 500 ppm. After 
air-dryness, it was allowed to stand in a room thermostatted at 25°C. Six days after the immersion, the hatched insects 
were counted. The mortality was calculated according to the following equation and the insecticidal effect was judged 
according to the criterion shown below. The test was carried out with triplicate groups of 1 0 insects. 

Corrected mortality(%) = 

Number of hatched insects in untreated group - Number of hatched insects in treated group 
Number of hatched insects in untreated group 

Criterion: 

Mortality 100% 
Mortality 99-90% 
Mortality 89-80% 
Mortality 79-50% 

[0995] As a result, the following compounds had an activity rated A: the compound Nos. A-9, A-19, A-21 , A-23, A- 
25, A-32, A-35, B-3 to B-5, B-11, B-18 to B-21, B-30, B-53, B-54, B-58, B-61 to B-63, B-67, B-75, B-76, B-78, B-84, 
B-90, B-93, B-96 to B-99, B-102, B-105, B-110, B-113, B-117 to B-119, B-121, B-124, C-2, D-6, D-8, D-12, D-14, D- 
15, D-26, D-29, D-31, D-33, D-38 to D-46, D-48, D-52, D-53, D-55, D-57, D-61, D-68, D-69, D-72, D-78 to D-81, D- 
86, D-89, D-91, D-93, D-95, D-99, D-100, D-132, D-139, D-185 and D-187. 

Test Example 7: Insecticidal effect on green peach aphid (Myzus persicae ) 

[0996] A Chinese cabbage plant was planted in each of plastic pots with a diameter of 8 cm and a height of 8 cm, 
and green peach aphids were propagated on the plant. The number of parasites of each pot was counted. 
[0997] The agent in accordance with the formulations mentioned above was dispersed in water and diluted into a 
test solution having a concentration of 500 ppm. Then, the stems and leaves were sufficiently sprayed with the test 
solution. After air-drying, the pots were allowed to stand in a greenhouse. Six days after the spraying, green peach 
aphids parasitic on each Chinese cabbage plant were counted and the control efficacy was calculated, whereby the 
insecticidal effect was judged according to the criterion shown in Test Example 6. 




35 



40 



45 



Control efficacy (%) = 100 - [(T x Ca)/(Ta x C)] x 100 

Ta: number of parasites before spraying in treated group, 
T : number of parasites after spraying in treated group, 
Ca: number of parasites before spraying in untreated group, 
T : number of parasites after spraying in untreated group. 

[0998] As a result, the following compounds were rated A: the compound Nos. A-5, A-8, A-9, A-35, A-36, A-56, B- 
1, B-4, B-9, B-10, B-20, B-23 to B-25, B-58, B-62, B-64, B-69, B-80, B-84, B-87, B-99, B-100, B-102, B-110 to B-11 5, 
B-11 8, B-125, C-1, D-8, D-33, D-40, D-41, D-45 to D-48, D-53, D-54, D-56, D-57, D-60, D-62, D-71 to D-73, D-77 to 
D-80, D-82, D-91 to D-94, D-97 to D-99, D-1 00, D-1 01 , D-1 08, D-1 26, D-1 32, D-1 39, D-1 84, D-1 85, D-1 86 and D-1 87. 

Test Example 8: Insecticidal effect on brown rice planthopper (Nilaparvata lugens) 



[0999] The agent in accordance with the formulations mentioned above was dispersed in water and diluted into a 
5o test solution having a concentration of 500 ppm. Rice seedlings (variety: Nihombare) were dipped in the test solution 
for 30 seconds. After air-dryness, each seedling was introduced into a glass-made test tube, and inoculated with ten 
3rd inster nimphs of brown rice planthopper. Then, the test tube was stoppered with cotton. Eight days after the treat- 
ment, the numbers of dead or alive insects were counted, and the insect death rate was calculated by the following 
equation. The insecticidal effect was judged according to the criterion shown in Test example 6. 

55 

The insect death rate (%)=(The number of dead insects/ 
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The number of inoculated insects) x 100 

[1000] As a result, the following compounds had an activity rated A: the compound Nos. B-23, B-62, B-63, B-67, B- 
78, B-84, B-88, B-90, B-93, B-98 to B-102, B-108, B-111 to B-121, B-124, B-125, D-22, D-33, D-40, D-45 to D-48, D- 
51, D-55 to D-57, D-60, D-63, D-65, D-67 to D-69, D-71, D-77, D-79, D-82, D-83, D-86, D-89, D-91, D-99, D-100, D- 
101, D-108, D-126 and D-184. 



Claims 

1. An N-(4-pyrazolyl)amide derivative represented by the general formula (I): 




wherein R 1 represents a hydrogen atom; a (C^-C^alky! group; a halofC^C^alkyl group; a hydroxy (C^CgJalkyl 
group; acyano(C r C 6 )alkyl group; aformyKC^-CgJalkyl group; a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; 
a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; a (C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a halofC^CgJalkoxy 
(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylthio(C 1 -C 6 )-alkyl group; a halo(C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkyl- 
sulfinyl(C-| -C 6 )alkyl group; a halo(C 1 -C 6 )-alkylsulfinyl(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylsulfonyl-(C 1 -C 6 )alkyl group; 
a halo(C 1 -C 6 )alkylsulfonyl(C r C 6 )-alkyl group; a mono(C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group; a di(C 1 -C 6 )alkylamino 
(C^CgJalkyl group whose (C^CgJalkyl groups may be the same or different; a (C^C^alkylsulfonyl group; a halo 
(C^-C^alkylsulfonyl group; a mono^-CgJalkylaminosulfonyl group; a di(C 1 -C 6 )alkylaminosulfonyl group whose 
(C^CeJalkyl groups may be the same or different; a (C 1 -C 6 )alkyloxycarbonyl(C 1 -C 6 )alkyl group; a mono(C 1 -C 6 ) 
alkylaminocarbonyl(C 1 -C 6 )alkyl group; a di (C 1 -C 6 )alkylaminocarbonyl(C 1 -C 6 )alkyl group whose (C 1 -C 6 )alkyl 
groups may be the same or different; a (C 1 -C 6 )alkyloxyimino(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylsulfonyloxy(C 1 -C 6 ) 
alkyl group; a halo(C 1 -C 6 )alkylsulfonyloxy(C 1 -C 6 )alkyl group; a (C^-C^alkylcarbonyloxy (C-i-C 6 )alkyl group; aphe- 
nylsulfonyl group; a substituted phenylsulfonyl group having at least one substituent which may be the same or 
different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl 
group, an amino group, a mercapto group, a (C 1 -C 6 )alkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, 
a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C-i-C^alkoxyl group, a halo 
(C 1 -C 6 )alkoxyl group, a (C 1 -C 6 )alkylthio group, a halofC-i-CgJalkylthio group, a (C 1 -C 6 )alkylsulf inyl group, a halo 
(C 1 -C 6 )alkylsulfinyl group, a (C 1 -C 6 )alkylsulfonyl group, ahalo(C 1 -C 6 )alkylsulfonyl group, a mono-(C 1 -C 6 )alkylami- 
no group, a di(C 1 -C 6 )alkylamino group whose (C^-Cgjalkyl groups may be the same or different, a (C^-Cgjalkyl- 
sulfonylamino group, and a halo(C 1 -C 6 )-alkylsulfonylamino group; a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cy- 
cloalkyl group; a (C 3 -C 6 )cycloalkenyl group; a halo(C 3 -C 6 )cycloalkenyl group; a phenyl group; a substituted phenyl 
group having at least one substituent which may be the same or different and is selected from the group consisting 
of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^Cg) 
alkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, 
a halo(C 2 -C 6 )alkynyl group, a (C^-C^alkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C^CgJalkylthio group, a halo 
(C^CgJalkylthio group, a (C^CgJalkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C^CgJalkylsulfonyl group, 
a halo(C 1 -C 6 )alkylsulfonyl group, a mono-(C 1 -C 6 )alkylamino group, a di(C 1 -C 6 )alkylamino group whose (C 1 -C 6 ) 
alkyl groups may be the same or different, a (C 1 -C 6 )alkylsulfonylamino group, and a halo(C 1 -C 6 )-alkylsulfonylamino 
group; or a -COZ m (R 6 ) group {wherein, R 6 represents a hydrogen atom; a (C^-C^alkyl group; a halofC^-C^alkyl 
group; a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; a 
(C^CeJalkoxyfC^CgJalkyl group; a halofC^-CgJalkoxy^-CgJalkyl group; a (C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a 
halo(C 1 -C 6 )alkylthio(C 1 -C 6 )alkylgroup;a(C 1 -C 6 )alkylsulfinyl(C 1 -C 6 )-alkylgroup;ahalo(C 1 -C 6 )alkylsulfinyl(C 1 -C 
alkyl group; a (C 1 -C 6 )alkylsulfonyl(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkylsulfonyl (C^-Cgjalkyl group; a mono 
(C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group; a di (C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group whose (C-,-C 6 )alkyl groups may 
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be the same or different; a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cycloalkyl group; a (C 3 -C 6 )cycloalkenyl group; 
a halo(C 3 -C 6 )cycloalkenyl group; a phenyl group; or a substituted phenyl group having at least one substituent 
which may be the same or different and is selected from the group consisting of a halogen atom, a cyano group, 
a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^-C^alkyl group, a halofC^-CgJalkyl group, 
a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^-Cg) 
alkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C^C^alkylthio group, a halo(C r C 6 )alkylthio group, a (C^C^alkyl- 
sulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C^-Cgjalkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a 
mono(C 1 -C 6 )-alkylamino group, a di(C 1 -C 6 )alkylamino group whose (C 1 -C 6 )alkyl groups may be the same or dif- 
ferent, a (C^CgJalkylsulfonylamino group, and a halo^-C^-alkylsulfonylamino group; Z represents an oxygen 
atom; a sulfur atom; or N(R 7 ) [wherein, R 7 represents a hydrogen atom; a (C^-Cgjalkyl group; a halofC^-CgJalkyl 
group; a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; a 
(C^CgJalkoxy (C 1 -C 6 )alkyl group; a halo-^-CgJalkoxy^-CgJalkyl group; a (C^CgJalkylthio-^-CgJalkyl group; 
a halo(C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a (C^-CgJalkylsulfinyKC^-CgJalkyl group; a halo(C 1 -C 6 )alkylsulfinyl 
(C^CgJalkyl group; a (C^CgJ-alkylsulfonyKC^CgJalkyl group; a halo(C 1 -C 6 )alkylsulfonyl(C 1 -C 6 )alkyl group; a mo- 
no^ -C^alkylamino-fCi-CgJalkyl group; adifC^CeJalkylaminofC^CgJalkyl group whose (C^-C^alky! groups may 
be the same or different; a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cycloalkyl group; a (C 3 -C 6 )cycloalkenyl group; 
or a halo-(C 3 -C 6 )cycloalkenyl group]; and m represents an integer of 0 to 1}; 

R 2 and R 3 may be same or different, and represent a hydrogen atom, a halogen atom; a cyano group; a nitro 
group; a hydroxyl group; a mercapto group; an amino group; a (C 1 -C 6 )alkyl group; a halo(C-|-C 6 )alkyl group; a 
(C 2 -C 6 )alkenyl group; a halo (C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; a (C 1 -C 6 ) 
alkoxyl group; a halo(C 1 -C 6 )alkoxyl group; a (C^CgJalkylthio group; a halo(C r C 6 )alkylthio group; a (C^-C^alkyl- 
sulfinyl group; a halofC^-CgJalkylsulfinyl group; a (C^CgJalkylsulfonyl group; a halo(C 1 -C 6 )alkylsulfonyl group; a 
mono(C 1 -C 6 )alkylamino group; a di(C 1 -C 6 )alkylamino group whose (C^-C^alkyl groups may be the same or dif- 
ferent; a (C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkoxy-(C 1 -C 6 )alkyl group; a (C^CgJalkylthiofC^CgJalkyl 
group; a halo (C^-C^alkylthio (C r C 6 )alkyl group; a (C^CgJalkylsulfinyl (C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkylsulfi- 
r\y\-(C 1 -C Q )a\ky\ group; a (C^C^alkylsulfonyl^-CeJalkyl group; a halo(C 1 -C 6 )alkylsulfonyl(C 1 -C 6 )alkyl group; a 
mono (C^CeJalkylaminotC^CgJalkyl group; a di(C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group whose (C^CgJalkyl groups 
may be the same or different; a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cycloalkyl group; a (C 3 -C 6 )cycloalkenyl 
group; a halo(C 3 -C 6 )cycloalkenyl group; a phenyl group; a substituted phenyl group having at least one substituent 
which may be the same or different and is selected from the group consisting of a halogen atom, a cyano group, 
a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C 1 -C 6 )alkyl group, a halofC^CgJalkyl group, 
a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C 1 -C 6 ) 
alkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C 1 -C 6 )alkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C 1 -C 6 )alkyl- 
sulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C^CgJalkylsulfonyl group, a halo (C 1 -C 6 )alkylsulfonyl group, a 
mono(C 1 -C 6 )-alkylamino group, a di(C 1 -C 6 )alkylamino group whose (C^CgJalkyl groups may be the same or dif- 
ferent, a (C-|-C 6 )alkylsulfonylamino group, and a halofC^CgJalkylsulfonylamino group; a phenoxy group; a sub- 
stituted phenoxy group having at least one substituent which may be the same or different and is selected from 
the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto 
group, a (C 1 -C 6 )alkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a 
(C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^-Cgjalkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C^-Cg) 
alkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C^CgJalkylsulfinyl group, a halo(C,-C 6 )alkylsulfinyl group, a 
(C^-Cgjalkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a mono(C 1 -C 6 )alkylamino group, a di^-Cg) 
alkylamino group whose (C^-C^alky! groups may be the same or different, a (C 1 -C 6 )alkylsulfonylamino group, 
and a halo(C 1 -C 6 )alkylsulfonylamino group; a phenylthio group; a substituted phenylthio group having at least one 
substituent which may be the same or different and is selected from the group consisting of a halogen atom, a 
cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^-Cgjalkyl group, a halo 
(C^-Cgjalkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 ) 
alkynyl group, a (C^-Cgjalkoxyl group, a halofC^-CgJalkoxyl group, a (C^-Cgjalkylthio group, a halofC^CgJalkylthio 
group, a (C^CgJalkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C 1 -C 6 )alkylsulfonyl group, a halo(C 1 -C 6 ) 
alkylsulfonyl group, a mono(C 1 -C 6 )alkylamino group, a di (C 1 -C 6 )alkylamino group whose (C 1 -C 6 )alkyl groups may 
be the same or different, a (C 1 -C 6 )alkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonyl amino group; a -ZCOZ m 
(R 6 ) group (wherein, R 6 , Z, and m are the same as described above) ; or a -COZ m (R 6 ) group (wherein, R 6 , Z, and 
m are the same as described above) ; 

R 4 represents a hydrogen atom; a (C^-C^alky! group; a halo^-CgJalkyl group; a cyano^-C^alkyl group; 
a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; a (C 1 -C 6 ) 
alkoxyl -C 6 )alkyl group; a halo(C 1 -C 6 )-alkoxy(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkoxy(C 1 -C 6 )-alkoxy(C 1 -C 6 )alkyl 
group; a (C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a halofC^CgJalkylthiofC^-C^alkyl group; a (C^CgJalkylsulfinyl 
(C^-Cgjalkyl group; a halo(C 1 -C 6 )alkylsulfinyl(C 1 -C 6 )alkyl group; a (C^C^-alkylsulfonyKC^-CgJalkyl group; a halo 
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(C^CgJ-alkylsulfonyl^-CgJalkyl group; a mono (C^CgJalkylamino (C^CgJalkyl group; a di (C^-Cg) alkylamino 
(C^CgJalkyl group whose (C^-Cgjalkyl groups may be the same or different; a (C 3 -C 6 )cycloalkyl group; a halo 
(C 3 -C 6 )-cycloalkyl group; a (C 3 -C 6 )cycloalkenyl group; a halo(C 3 -C 6 )cycloalkenyl group; a -COZ m (R 6 ) group 
(wherein, R 6 , Z, and m are the same as described above), a -CSNH(R 6 ) group (wherein, R 6 , is the same as 
described above), a (C 1 -C 6 )alkylcarbonyl(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkoxycarbonyl(C 1 -C 6 )alkyl group; a phenyl 
(C^CgJ-alkyl group; a substituted pheny^C^CgJalkyl group having on the ring at least one substituent which may 
be the same or different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, 
a hydroxyl group, an amino group, a mercapto group, a (C 1 -C 6 )alkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 ) 
alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C r C 6 )alkoxyl 
group, a halofC^-CgJalkoxyl group, a (C^CgJalkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C^CgJalkylsulfinyl 
group, a halofC^-CgJalkylsulfinyl group, a (C r C 6 )alkylsulfonyl group, a halofC^C^alkylsulfonyl group, a mono 
(C^-Cgjalkylamino group, a di(C 1 -C 6 )alkylamino group whose (C^C^alkyl groups may be the same or different, 
a (C^CgJalkylsulfonylamino group, and a halo^-CgJalkylsulfonylamino group; a heterocyclic(C 1 -C 6 )alkyl group 
(a heterocyclic ring represents a pyridyl group; a pyridine-N-oxide group; a pyridazinyl group; a pyrimidinyl group; 
a pyrazyl group; a piperidyl group; a piperazino group; a morpholinyl group; a morpholino group; a furyl group; a 
tetrahydrofuryl group; a thienyl group; a tetrahydrothienyl group; a pyrrolyl group; a pyrrolidyl group; an imidazo- 
lidinyl group; an oxazolyl group; an isoxazolyl group; an oxadiazolyl group; a thiazolyl group; an isothiazolyl group; 
a thiadiazolyl group; an imidazolyl group; a triazolyl group; a pyrazolyl group; an indolyl group; a benzofuryl group; 
a benzothienyl group; an indazolyl group; a quinolyl group; an isoquinolyl group; or a quinazolyl group); or a sub- 
stituted heterocyclic^ -C 6 )alkyl group (the heterocyclic group is the same as the above-described) having on the 
ring at least one substituent which may be the same or different and is selected from the group consisting of a 
halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^-Cgjalkyl 
group, a halofC^-CgJalkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a 
halo(C 2 -C 6 )alkynyl group, a (C^-Cgjalkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C^-Cgjalkylthio group, a halo 
(C 1 -C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C-|-C 6 )alkylsulfonyl group, 
a halofC^CgJalkylsulfonyl group, a mono^-C^alkylamino group, a di(C 1 -C 6 )alkylamino group whose (C^-Cg) 
alkyl groups may be the same or different, a (C^CgJalkylsulfonylamino group, and a halo^-CeJalkylsulfonylamino 
group; 

R 5 represents at least one group selected from the group consisting of (i), (ii), (iii), (iv), (v), and (vi) as de- 
scribed below: 

(i) a group represented by the formula (a): 



wherein X may be the same or different, and represents a halogen atom; a cyano group; a nitro group; a hydroxyl 
group; a mercapto group; an amino group; a (C^-Cgjalkyl group; a halo(C,-C 6 )alkyl group; a cyanofC^CgJalkyl 
group; a (C 2 -C 6 )alkenyl group; a halo (C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; 
a (C^CgJalkoxyl group; a halo(C 1 -C 6 )alkoxyl group; a (C 1 -C 6 )alkylthio group; a halo(C 1 -C 6 )alkylthio group; a 
(C^-Cgjalkylsulfinyl group; a halo(C 1 -C 6 )alkylsulfinyl group; a (C 1 -C 6 )alkylsulfonyl group; a halo(C 1 -C 6 )alkylsulfo- 
nyl group; a mono(C 1 -C 6 )alkylamino group; a d^C-i-CgJalkylamino group whose (C^-C^alkyl groups may be the 
same or different; a (C^-Cgjalkoxy^-Cgjalkyl group; a halo(C 1 -C 6 )alkoxy-(C 1 -C 6 )alkyl group; a (C^-Cg) alkylthio 
(C^Cg) alkyl group; a halo(C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a (C^CgJalkylsulfinyl (C^CgJalkyl group; a halo 
(C 1 -C 6 )alkylsulfinyl-(C 1 -C 6 )alkyl group; a (C^CgJalkylsulfonyl (C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkylsulfonyl 
(C^CgJalkyl group; a mono (C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group; adi(C 1 -C 6 )-alkylamino(C 1 -C 6 )alkyl group whose 
(C 1 -C 6 )alkyl groups may be the same or different; a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cycloalkyl group; a 
(C 1 -C 6 )alkylenedioxy group; a (C 1 -C 6 )alkyl(C 1 -C 6 )alkylenedioxy group; a phenyl(C r C 6 )alkylenedioxy group; a 
substituted phenyl(C-,-C 6 )alkylenedioxy group having on the ring at least one substituent which may be the same 
or different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl 
group, an amino group, a mercapto group, a (C 1 -C 6 )alkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, 
a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^-Cgjalkoxyl group, a halo 
(C^-Cgjalkoxyl group, a (C^-C^alkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C^-Cyalkylsulfinyl group, a halo 
(C^-C^alkylsulfinyl group, a (C^-C^alkylsulfonyl group, a halo^-CgJalkylsulfonyl group, a mono(C 1 -C 6 )alkylami- 
no group, a difC^-C^alkylamino group whose (C^-Cgjalkyl groups may be the same or different, a (C^-C^alky!- 




(a) 
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sulfonyl amino group, and a halo^-CgJalkylsulfonyl amino group; a phenyl (C 1 -C 6 )alkyl(C 1 -C 6 )alkylenedioxy 
group; a substituted phenyl (C 1 -C 6 ) alkyl (C r C 6 ) alkylenedioxy group having on the ring at least one substituent 
which may be the same or different and is selected from the group consisting of a halogen atom, a cyano group, 
a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^CgJalkyl group, a halofC^-CgJalkyl group, 
a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^-Cg) 
alkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C^CgJalkylthio group, a halo(C r C 6 )alkylthio group, a (C^CgJalkyl- 
sulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C-i-CgJalkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a 
mono(C 1 -C 6 )alkylamino group, a di(C 1 -C 6 )alkylamino group whose (C 1 -C 6 )alkyl groups may be the same or dif- 
ferent, a (C^CgJalkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino group; a hydroxyimino (C 1 -C 6 ) 
alkyl group; a (C^-Cg) alkoxyimino (C^-C 6 )a\Wy\ group; a (C 2 -C 6 )alkenyloxyimino(C 1 -C 6 )alkyl group; a phenyl 
(C^CgJalkoxyimino^-CgJalkyl group; a substituted phenyl(C 1 -C 6 )alkoxyimino(C 1 -C 6 )alkyl group having on the 
ring at least one substituent which may be the same or different and is selected from the group consisting of a 
halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^CgJalkyl 
group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a 
halo(C 2 -C 6 )alkynyl group, a (C^-Cgjalkoxyl group, a halofC^CgJalkoxyl group, a (C^-Cgjalkylthio group, a halo 
(C^CeJalkylthio group, a (C^CgJalkylsulfinyl group, a halo(C r C 6 )alkylsulfinyl group, a (C r C 6 )alkylsulfonyl group, 
a halofC^-CgJalkylsulfonyl group, a mono^-CgJalkylamino group, a di(C 1 -C 6 )alkylamino group whose (C^-Cg) 
alkyl groups may be the same or different, a (C 1 -C 6 )alkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino 
group; a heterocyclic(C 1 -C 6 )alkoxyimino(C 1 -C 6 )alkyl group (the heterocyclic ring is the same as described above); 
a substituted heterocyclic(C 1 -C 6 )alkoxyimino(C 1 -C 6 )alkyl group (the heterocyclic group is the same as described 
above) having on the ring at least one substituent which may be the same or different and is selected from the 
group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto 
group, a (C^-C^alkyl group, a halofC^CgJalkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a 
(C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^-Cgjalkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C^-Cg) 
alkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl group, a halo(C 1 -C 6 )-alkylsulfinyl group, a 
(C^-Cyalkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a monofC^-CeJalkylamino group, a di(C 1 -C 6 ) 
alkylamino group whose (C r C 6 )alkyl groups may be the same or different, a (C 1 -C 6 )alkylsulfonylamino group, 
and a halo(C 1 -C 6 )alkylsulfonylamino group; a (C^CgJalkylcarbonyKC^-CeJalkyl group; a (C^C^alkoxycarbonyl 
(C^CgJalkyl group; the following group: 



R 6 



,-/_ 



(CH 2 )! 

I 
0 



(wherein, R 6 may be the same or different, and the same as described above, and 1 is an integer of 2 to 4); a 
-COZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above); a -ZCOZ m (R 6 ) group (wherein, R 6 , 
Z, and m are the same as described above); a (C^C^-alkylsulfonylamino group; a halo^-CgJalkylsulfonylamino 
group; a phenyl group; a substituted phenyl group having at least one substituent which may be the same or 
different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl 
group, an amino group, a mercapto group, a (C^CgJalkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, 
a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C 1 -C 6 )alkoxyl group, a halo 
(C^-Cgjalkoxyl group, a (C^CgJalkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C^-Cgjalkylsulfinyl group, a halo 
(C 1 -C 6 )alkylsulfinyl group, a (C 1 -C 6 )alkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a mono(C 1 -C 6 )alkylami- 
no group, a di(C 1 -C 6 )alkylamino group whose (C 1 -C 6 )alkyl groups may be the same or different, a -COZ m (R 6 ) 
group (wherein, R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are 
the same as described above), a (C^CgJalkylsulfonylamino group, a halo^-CgJ-alkylsulfonylamino group, a hy- 
droxyimino(C r C 6 )alkyl group, a (C^C^alkoxyimino^-CgJalkyl group, a heterocyclic group (a heterocyclic ring 
is the same as described above), and a substituted heterocyclic group (a heterocyclic ring is the same as described 
above) having at least one substituent which may be the same or different and is selected from the group consisting 
of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^Cg) 
alkyl group, a halofC^CgJalkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, 
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a halo(C 2 -C 6 )alkynyl group, a (C^-Cgjalkoxyl group, a halofC^-CgJalkoxyl group, a (C^-C^alkylthio group, a halo 
(C 1 -C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl group, a halo(C-,-C 6 )alkylsulfinyl group, a (C-i-C^alkylsulfonyl group, 
a halo(C 1 -C 6 )alkylsulfonyl group, a mono(C 1 -C 6 )alkylamino group, a di(C 1 -C 6 )alkylamino group whose (C r C 6 ) 
alkyl groups may be the same or different, a (C 1 -C 6 )alkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino 
group; a naphthyl group; a substituted naphthyl group having at least one substituent which may be the same or 
different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl 
group, an amino group, a mercapto group, a (C 1 -C 6 )alkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, 
a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C 1 -C 6 )alkoxyl group, a halo 
(C 1 -C 6 )alkoxyl group, a (C^-C^alkylthio group, a halo(C r C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl group, a halo 
(C 1 -C 6 )alkylsulfinyl group, a (C 1 -C 6 )alkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a mono(C 1 -C 6 )alkylami- 
no group, a di(C 1 -C 6 )alkylamino group whose (C^CgJalkyl groups may be the same or different, a -COZ m (R 6 ) 
group (wherein, R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are 
the same as described above), a (C^-C^alkylsulfonylamino group, and a halo^-CeJalkylsulfonylamino group; a 
heterocyclic group (a heterocyclic ring is the same as described above); a substituted heterocyclic group(a hete- 
rocyclic ring is the same as described above) having at least one substituent which may be the same or different 
and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an 
amino group, a mercapto group, a (C^CgJalkyl group, a halo^-CgJalkyl group, a (C 2 -C 6 )alkenyl group, a halo 
(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^CgJalkoxyl group, a halo^-Cg) 
alkoxyl group, a (C 1 -C 6 )alkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl group, a halo(C 1 -C 6 ) 
alkylsulfinyl group, a (C 1 -C 6 )alkylsulfonyl group, a halo^-Cyalkylsulfonyl group, a mono(C 1 -C 6 )alkylamino 
group, a di(C 1 -C 6 )alkylamino group whose (C 1 -C 6 )alkyl groups may be the same or different, a -COZ m (R 6 ) group 
(wherein, R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the 
same as described above), a (C^CgJalkylsulfonylamino group, a halo(C 1 -C 6 )alkylsulfonylamino group, a hydrox- 
yiminofC^CgJalkyl group, and a (C^C^-alkoxyiminofC-i-CgJalkyl group; or -Q-Ar [wherein, Q represents an oxygen 
atom; a sulfur atom; N(R 7 ) (wherein, R 7 is same as described above); a (C^-Cy-alkylene group; a (C^-C^alky! 
(C^-C^alkylene group; a halo(C 1 -C 6 )alkyl(C 1 -C 6 )alkylene group; a hydroxy (C 1 -C 6 )-alkyl(C 1 -C 6 )alkylene group; 
a (C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl-(C 1 -C 6 )alkylene group; a (C 2 -C 6 )alkenyl(C 1 -C 6 )alkylene group; a halo(C 2 -C 6 )alkenyl 
(C^CgJalkylene group; a (C^-C^alkynyKC^-CeJalkylene group; a halo(C 2 -C 6 )alkynyl-(C 1 -C 6 )alkylene group; a hy- 
droxy(C 1 -C 6 )alkylene group; a (C^CgJalkoxy^^CgJalkylene group; a halo^-CgJalkoxy-^-CgJalkylene group; 
a (C,-C 6 )alkylcarbonyloxy (C^CgJalkylene group; a cyano^-CgJalkylene group; a halofC^CgJalkylene group; a 
(C 3 -Cg)cycloalkyl(C 1 -C 6 )-alkylene group; a (C 3 -C 6 )cycloalkenyl(C 1 -C 6 )alkylene group; a (C^-C^alkylcarbonyl 
(C^-Cgjalkylene group; a (C 1 -C 6 )alkoxycarbonyl(C 1 -C 6 )alkylene group; an amino-(C 1 -C 6 )alkylene group; a mono 
(C 1 -C 6 )alkylamino(C 1 -C 6 )-alkylene group; adi(C 1 -C 6 )alkylamino(C 1 -C 6 )alkylene group whose (C 1 -C 6 )alkyl groups 
may be the same or different; a (C^CeJalkylcarbonylamino^-CgJalkylene group; a (C^CgJalkoxycarbonylamino 
(C^CgJalkylene group; a mercapto (C 1 -C 6 )alkylene group; a (C^-Cgjalkylthio (C^-Cgjalkylene group; an alkylsulfi- 
nylfC^CgJalkylene group; a (C^CgJalkylsulfonyl^-CgJalkylene group; a (C 3 -C 6 )cycloalkylene group; a (C 2 -C 6 ) 
alkenylene group; a (C^-C^alkyKC^-C^alkenylene group; a halofC^CgJalkyl-f^-CgJalkenylene group; a hydroxy 
(C^C^alkyKC^-CeJ-alkenylene group; a (C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl(C 2 -C 6 )-alkenylene group; a (C 2 -C 6 )alkenyl 
(C 2 -C 6 )alkenylene group; a halo (C 2 -C 6 )alkenyl(C 2 -C 6 )alkenylene group; a (C 2 -C 6 )alkynyl(C 2 -C 6 )alkenylene 
group; a halo (C 2 -C 6 )-alkynyl(C 2 -C 6 )alkenylene group; a hydroxy (C 2 -C 6 )-alkenylene group; a (C^-Cgjalkoxy 
(C 2 -C 6 )alkenylene group; a halo (C-,-C 6 )alkoxy(C 2 -C 6 )alkenylene group; a (C^CgJ-alkylcarbonyloxy^-C^alke- 
nylene group; a cyano (C 2 -C 6 )-alkenylene group; a halo(C 2 -C 6 )alkenylene group; a (C 3 -C 6 )cycloalkyl(C 2 -C 6 )alke- 
nylene group; a (C 3 -C 6 )cycloalkenyl(C 2 -C 6 )alkenylene group; a (C^C^alkylcarbonyKC^C^alkenylene group; a 
(C 1 -C 6 )alkoxylcarbonyl(C 2 -C 6 )-alkenylene group; an amino(C 2 -C 6 )alkenylene group; a mono (C^CgJalkylamino 
(C 2 -C 6 )alkenylene group; a di (C 1 -C 6 )-alkylamino(C 2 -C 6 )alkenylene group whose (C 1 -C 6 )alkyl groups may be the 
same or different; a (C^CgJalkylcarbonylaminofC^C^alkenylene group; a (C 1 -C 6 )alkoxycarbonylamino(C 2 -C 6 ) 
alkenylene group; a mercapto(C 2 -C 6 )-alkenylene group; a (C 1 -C 6 )alkylthio(C 2 -C 6 )alkenylene group; a (C^Cg) 
alkylsulfinyl(C 2 -C 6 )alkenylene group; a (C 1 -C 6 )alkylsulfonyl(C 2 -C 6 )alkenylene group; a (C 2 -C 6 )alkynylene group; 
a (C^CgJalkylenoxy group; a (C 1 -C 6 )alkyl(C 1 -C 6 )alkylenoxy group; a (C r C 6 )alkylenethio group; a (C^-Cgjalkyl 
(C 1 -C 6 )alkylenethio group; a (C 1 -C 6 )alkyleneamino group; a (C 1 -C 6 )alkyl (C 1 -C 6 )-alkyleneamino group; acarbonyl 
group; a hydroxyimino group; a (C 1 -C 6 )alkoxyimino group; a (C^C^alkylenedioxy^-C^alkylene group; or a Z 
(R 6 ) m CO group (wherein, R 6 , Z, and m are the same as described above); 

Ar represents a phenyl group; a substituted phenyl group having at least one substituent which may be the 
same or different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a 
hydroxyl group, an amino group, a mercapto group, a (C 1 -C 6 )alkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 ) 
alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^-Cgjalkoxyl 
group, a halo(C 1 -C 6 )alkoxyl group, a (C^-C^alkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C^-C^alkylsulfinyl 
group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C^CgJalkylsulfonyl group, a halo^-CgJalkylsulfonyl group, a mono 
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(C^CgJalkylamino group, a di(C 1 -C 6 )alkylamino group whose (C^-Cgjalkyl groups may be the same or different, 
a hydroxyimino(C 1 -C 6 )alkyl group, a (C 1 -C 6 )alkoxyimino (C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyloxyimino (C 1 -C 6 ) 
alkyl group, a -COZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group 
(wherein, R 6 , Z, and m are the same as described above), a (C^C^alkylsulfonylamino group, and a halo(C 1 -C 6 ) 
alkylsulfonylamino group; a naphthyl group; a substituted naphthyl group having at least one substituent which 
may be the same or different and is selected from the group consisting of a halogen atom, a cyano group, a nitro 
group, a hydroxyl group, an amino group, a mercapto group, a (C 1 -C 6 )alkyl group, a halo(C 1 -C 6 )alkyl group, a 
(C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C r C 6 ) 
alkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C-i-CgJalkylthio group, a halofC^CgJalkylthio group, a (C 1 -C 6 )alkyl- 
sulfinyl group, a halofC^-CgJalkylsulfinyl group, a (C^CgJalkylsulfonyl group, a halofC^-CgJalkylsulfonyl group, a 
monofC^CgJalkylamino group, a difC^CgJalkylamino group whose (C^-Cgjalkyl groups may be the same or dif- 
ferent, a -COZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group (wherein, 
R 6 , Z, and m are the same as described above), a (C^-Cgjalkylsulfonylamino group, and a halofC^-CgJalkylsulfo- 
nylamino group; a heterocyclic group (a heterocyclic ring is the same as described above); or a substituted hete- 
rocyclic group (a heterocyclic ring is the same as described above) having at least one substituent which may be 
the same or different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, 
a hydroxyl group, an amino group, a mercapto group, a (C^-Cgjalkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 ) 
alkenyl group, a halo (C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^-C^alkoxyl 
group, a halo(C 1 -C 6 )alkoxyl group, a (C 1 -C 6 )alkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl 
group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C-i-C^alkylsulfonyl group, a halo^-C^alkylsulfonyl group, a mono 
(C^-C^-alkylamino group, a di(C 1 -C 6 )alkylamino group whose (C 1 -C 6 )alkyl groups may be the same or different, 
a -COZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group (wherein, R 6 , 
Z, and m are the same as described above), a (C^CgJalkylsulfonylamino group, a halo^-CgJalkylsulfonylamino 
group, a hydroxyimino(C 1 -C 6 )alkyl group, a (C 1 -C 6 )alkoxyimino(C 1 -C 6 )alkyl group, and a (C 2 -C 6 )alkenyloxyimi- 
no-(C r C 6 )alkyl group]; and 

n represents an integer of 1 to 5; 
(ii) a group represented by the formula (b) : 



wherein R 8 represents a hydrogen atom; a halogen atom; a cyano group; a nitro group; a hydroxyl group; an amino 
group; a mercapto group; a (C^-C^alkyl group; a halo^-C^alky! group; a cyanofC^-C^alkyl group; a (C 3 -C 6 ) 
cycloalkyl group; a halo (C 3 -C 6 )cycloalkyl group; a cyano(C 3 -C 6 )cycloalkyl group; a (C^CeJalkyKCg-CgJcycloalkyl 
group; a (C^CgJalkyl-halofCg-CgJcycloalkyl group; a (Cg-CgJcycloalkyKC^-CgJalkyl group; a (C 2 -C 6 )alkenyl group; 
a (C 3 -C 6 )cycloalkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 3 -C 6 )cycloalkenyl(C 1 -C 6 )alkyl group; a (C 2 -C 6 )alky- 
nyl group; a halo(C 2 -C 6 )alkynyl group; a (C^-C^alkoxyl group; a halo(C 1 -C 6 )alkoxyl group; a (C^-C^alkylthio 
group; a halo(C 1 -C 6 )alkylthio group; a (C^-C^alkylsulfinyl group; a halofC^-CgJalkylsulfinyl group; a (C^-Cgjalkyl- 
sulfonyl group; a halo(C r C 6 )alkylsulfonyl group; a mono^-CgJalkylamino group; a di^-CgJalkylamino group 
whose (C 1 -C 6 )alkyl groups may be the same or different; a (C^-C^alkoxy^-Cgjalkyl group; a halofC^CgJalkoxy 
(C 1 -Cg)alkylgroup;a(C 1 -C 6 )alkylthio(C 1 -Cg)alkylgroup;ahalo(C 1 -Cg)-alkylthio (C^CgJalkyl group; a^-C^alkyl- 
sulfinyl(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkylsulfinyl(C 1 -C 6 )alkyl group; a (C^CgJalkylsulfonyKC^-CgJalkyl group; 
a halo(C 1 -C 6 )alkylsulfonyl(C 1 -C 6 )alkyl group; a mono (C 1 -Cg)alkylamino(C 1 -C 6 )alkyl group; adi(C 1 -C 6 )alkylamino 
(C 1 -C6)alkyl group whose (C 1 -C 6 )alkyl groups may be the same or different; a carboxy(C 1 -C 6 )alkyl group; a 
(C 1 -C 6 )-alkylcarbonyl(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkoxycarbonyl-(C 1 -C 6 )alkyl group; an aminocarbonyl(C 1 -C 6 ) 
alkyl group; a mono(C 1 -C 6 )alkylaminocarbonyl(C 1 -C 6 )alkyl group; a di(C 1 -C 6 )alkylaminocarbonyl(C 1 -C 6 )alkyl 
group whose (C^CgJalkyl groups may be the same or different; a -COZ m (R 6 ) group (in the formula, R 6 , Z, and m 
are the same as described above); a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above); 
a (C 1 -C 6 )alkylsulfonylamino group; a halo(C 1 -C 6 )alkylsulfonylamino group; a hydroxyimino(C r C 6 )alkyl group; a 
(C^CeJalkoxyiminofC^CgJalkyl group; a (C 2 -C 6 )alkenyloxyimino(C 1 -C 6 )alkyl group; a phenyl group; a substituted 
phenyl group having at least one substituent which may be the same or different and is selected from the group 
consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, 




(b) 
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a (C^-C^alkyl group, a halofC^-CgJalkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )-alkenyl group, a (C 2 -C 6 ) 
alkynyl group, a halo(C 2 -C 6 )-alkynyl group, a (C r C 6 )alkoxyl group, a halo(C r C 6 )-alkoxyl group, a (C^-Cyalkylthio 
group, a halo(C 1 -C 6 )-alkylthio group, a (C r C 6 )alkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C r C 6 )alkyl- 
sulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a monofC^Cejalkylamino group, a di^-CgJalkylamino group 
whose (C r C 6 )alkyl groups may be the same or different, a methylenedioxy group, a -COZ m (R 6 ) group (wherein, 
R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as 
described above), a (C^CeJalkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino group; aphenyl(C 1 -C 6 ) 
alkyl group; a substituted phenyl(C 1 -C 6 )alkyl group having on the ring at least one substituent which may be the 
same or different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a 
hydroxyl group, an amino group, a mercapto group, a (C^-Cgjalkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 ) 
alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^CgJalkoxyl 
group, a halofC^-C^alkoxyl group, a (C^CgJalkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C^CgJalkylsulfinyl 
group, a halofC^-CgJalkylsulfinyl group, a (C^-C^alkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a mono 
(C^-Cgjalkylamino group, a di(C 1 -C 6 )alkylamino group whose (C^-C^alkyl groups may be the same or different, 
a -COZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group (wherein, R 6 , 
Z, and m are the same as described above), a (C 1 -C 6 )alkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylami- 
no group; a naphthyl group; a substituted naphthyl group having at least one substituent which may be the same 
or different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl 
group, an amino group, a mercapto group, a (C 1 -C 6 )alkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, 
a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C 1 -C 6 )alkoxyl group, a halo 
(C^CeJalkoxyl group, a (C 1 -C 6 )alkylthio group, a halo(C r C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl group, a halo 
(C^CgJalkylsulfinyl group, a (C^-Cgjalkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a monofC^-Cejalkylami- 
no group, a di(C 1 -C 6 )alkylamino group whose (C^-Cgjalkyl groups may be the same or different, a -COZ m (R 6 ) 
group (wherein, R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are 
the same as described above), a (C^C^alkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino group; a 
heterocyclic group (a heterocyclic ring is the same as described above); a substituted heterocyclic group (a het- 
erocyclic ring is the same as described above) having at least one substituent which may be the same or different 
and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an 
amino group, a mercapto group, a (C^CgJalkyl group, a halo^-C^alky! group, a (C 2 -C 6 )alkenyl group, a halo 
(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^-Cgjalkoxyl group, a halo^-Cg) 
alkoxyl group, a (C^-C^alkylthio group, a halofC^-C^alkylthio group, a (C 1 -C 6 )alkylsulfinyl group, a halo(C 1 -C 6 ) 
alkylsulfinyl group, a (C 1 -C 6 )alkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a mono(C 1 -C 6 )alkylamino 
group, a di(C 1 -C 6 )alkylamino group whose (C 1 -C 6 )alkyl groups may be the same or different, a -COZ m (R 6 ) group 
(wherein, R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the 
same as described above), a (C^CgJalkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino group; a het- 
erocyclic-^ -C 6 )alkyl group; a substituted heterocyclic-^ -C 6 )alkyl group (a heterocyclic ring is the same as de- 
scribed above) having at least one substituent which may be the same or different and is selected from the group 
consisting of same or different a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, 
a mercapto group, a (C^-Cgjalkyl group, a halo-fC^CgJalkyl group, a (C 2 -C 6 )alkenyl group, a halo-(C 2 -C 6 )alkenyl 
group, a (C 2 -C 6 )alkynyl group, a halo-(C 2 -C 6 )alkynyl group, a (C^CgJalkoxyl group, a halofC^CgJalkoxyl group, 
a (C^-Cgjalkylthio group, a halo (C^-Cgjalkylthio group, a (C^-Cgjalkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl 
group, a (C^CgJalkylsulfonyl group, a halofC^-CgJalkylsulfonyl group, a mono^-CgJ-alkylamino group, a di 
(C^CgJalkylamino group whose (C 1 -C 6 )alkyl groups may be the same or different, a (C^CgJalkylsulfonylamino 
group, and a halo(C 1 -C 6 )-alkylsulfonylamino group; or -Q-Ar (wherein, Q and Ar are the same as described above); 

A represents an oxygen atom; a sulfur atom; N=; N(R 7 ) (wherein, R 7 is the same as described above); or C 
(R 9 ) [wherein, R 9 represents a hydrogen atom; a halogen atom; a (C^-Cgjalkyl group; a halo(C 1 -C 6 )alkyl group; a 
(C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; a (C^-Cg) 
alkoxy(C 1 -C 6 )alkyl group; a halo^-CgJalkoxy^-CQjalkyl group; a (C 1 -C 6 )alkylthio(C 1 -C 6 )-alkyl group; a halo 
(C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylsulfinyl(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkylsulfinyl(C 1 -C 6 )alkyl 
group; a (C 1 -C 6 )alkylsulfonyl(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkylsulfonyl(C 1 -C 6 )alkyl group; a mono(C 1 -C 6 ) 
alkylamino(C-|-C 6 )alkyl group; a di (C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group whose (C^-C^alkyl groups may be the 
same or different; a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cycloalkyl group; a (C 3 -C 6 )cycloalkenyl group; or a halo 
(C 3 -C 6 )cycloalkenyl group]; and 

B represents N=; N(R 8 ) (wherein, R 8 is the same as described above); or C(R 8 ) (wherein, R 8 is the same as 
described above); 

(iii) a naphthyl group; 

(iv) a substituted naphthyl group having at least one substituent which may be the same or different and is selected 
from the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a 
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mercapto group, a (C^-C^alkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, a halo(C2-C 6 )alkenyl 
group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C6)alkynyl group, a (C^-Cgjalkoxyl group, a halofC^-CgJalkoxyl group, 
a (C^CgJalkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl group, a halo (C^-C^alkylsulfinyl 
group, afC^CgJalkylsulfonylgroup, a halo^-C^alkylsulfonyl group, a monofC^C^alkylamino group, adifC^Cg) 
alkylamino group whose (C^-Cgjalkyl groups may be the same or different, a -COZ m (R 6 ) group (wherein, R 6 , Z, 
and m are the same as described above), a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described 
above), a (C 1 -C 6 )alkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino group; 

(v) a heterocyclic group (a heterocyclic ring is the same as described above); or 

(vi) a substituted heterocyclic group (a heterocyclic ring is the same as described above) having at least one 
substituent which may be the same or different and is selected from the group consisting of a halogen atom; a 
cyano group; a nitro group; a hydroxyl group; a mercapto group; an amino group; a halo(C 1 -C 6 )alkyl group (with 
the proviso of excluding a trifluoromethyl group); a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 2 -C 6 ) 
alkynyl group; a halo(C 2 -C 6 )alkynyl group; a halo(C 1 -C 6 )alkoxyl group; a halofC^-CgJalkylthio group; a (C^-Cg) 
alkylsulfinyl group; a halo(C 1 -C 6 )alkylsulfinyl group; a (C^-C^alkylsulfonyl group; a halo(C 1 -C 6 )alkylsulfonyl group; 
a mono(C 1 -C 6 )alkylamino group; a difC^-C^alkylamino group whose (C^-C^alkyl groups may be the same or 
different; a (C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a ha.\o(C^-C 6 )a\Woxy{C^-C 6 )a\Wy\ group; a (C 1 -C 6 )alkylthio(C 1 -C 6 ) 
alkyl group; a halo^-C^-alkylthio (C r C 6 )alkyl group; a (C 1 -C 6 )alkylsulfinyl(C 1 -C 6 )alkyl group; a halo^-Cg) 
alkylsulfinyKC^-CgJalkyl group; a (C^CgJalkylsulfonyl (C^CgJalkyl group; a halo^-CgJalkylsulfonyKC^-CgJalkyl 
group; a mono(C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group; adi(C 1 -C 6 )alkylamino-(C 1 -C 6 )alkyl group whose (C 1 -C 6 )alkyl 
groups may be the same or different; a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cycloalkyl group; a hydroxyimino 
(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkoxyimino(C 1 -C 6 )alkyl group; a (C^C^alkenyloxyimino^-C^alkyl group; a 
-COZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above); a -ZCOZ m (R 6 ) group (wherein, R 6 , 
Z, and m are the same as described above); a (C^CgJalkylsulfonylamino group; a halo^-CgJalkylsulfonylamino 
group; a phenyl group; a substituted phenyl group having at least one substituent which may be the same or 
different and is selected from the group consisting of an amino group, a mercapto group, a (C^-C^alkyl group, a 
halo(C 1 -C 6 )alkyl group (with the proviso of excluding a trifluoromethyl group), a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 ) 
alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C 1 -C 6 )alkoxyl group, a halo(C 1 -C 6 )alkoxyl 
group, a (C 1 -C 6 )alkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C r C 6 )alkylsulfinyl group, a halofC^-C^alkylsulfi- 
nyl group, a (C^CgJalkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a mono(C 1 -C 6 )alkylamino group, a di 
(C^-Cgjalkylamino group whose (C^-C^alky! groups may be the same or different, a -COZ m (R 6 ) group (wherein, 
R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as 
described above), a (C 1 -C 6 )alkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino group; a naphthyl 
group; a substituted naphthyl group having at least one substituent which may be the same or different and is 
selected from the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino 
group, a mercapto group, a (C^CgJalkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 ) 
alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )-alkynyl group, a (C^CgJalkoxyl group, a halo(C 1 -C6)alkoxyl 
group, a (C^-Cgjalkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C^-C^alkylsulfinyl group, a halo^-C^alkylsulfi- 
nyl group, a (C 1 -C 6 )alkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a mono(C 1 -C 6 )alkylamino group, a di 
(C 1 -C 6 )alkylamino group whose (C 1 -C 6 )alkyl groups may be the same or different, a -COZ m (R 6 ) group (wherein, 
R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as 
described above), a (C^CgJalkylsulfonylamino group, and a halo(C-|-C 6 )alkylsulfonylamino group; a heterocyclic 
group (a heterocyclic ring is the same as described above); a substituted heterocyclic group (a heterocyclic ring 
is the same as described above) having at least one substituent which may be the same or different and is selected 
from the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a 
mercapto group, a (C^-Cgjalkyl group, a halo^-CgJalkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl 
group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^-Cgjalkoxyl group, a halo(C,-C 6 )alkoxyl group, a 
(C^-Cgjalkylthio group, a halofC^CgJalkylthio group, a (C^-Cgjalkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, 
a (C^-Cgjalkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a mono (C^CgJalkylamino group, a difC^Cg) 
alkylamino group whose (C^CgJalkyl groups may be the same or different, a -COZ m (R 6 ) group (wherein, R 6 , Z, 
and m are the same as described above), a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described 
above), a (C^-Cgjalkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino group; and -Q-Ar (wherein, Q 
and Ar are the same as described above); Y represents a (C^CgJalkylene group; a (C 1 -C 6 )alkyl(C 1 -C 6 )alkylene 
group; a halo^-CgJalkyKC^-CgJalkylene group; a hydroxy^ -CgJalkyKC^-CgJalkylene group; a (C^CgJalkoxy 
(C^CgJalkyKC^CgJalkylene group; a (C^-CgJalkenyKC^-CgJalkylene group; a halo(C 2 -C 6 )alkenyl(C 1 -C 6 )alkylene 
group; a (C 2 -C 6 )alkynyl(C 1 -C 6 )alkylene group; a halo(C 2 -C 6 )alkynyl(C 1 -C 6 )alkylene group; a hydroxy(C 1 -C 6 ) 
alkylene group; a (C 1 -C 6 )alkoxy (C 1 -C 6 )alkylene group; a halo(C 1 -C 6 )alkoxy(C 1 -C 6 )alkylene group; a (C 1 -C 6 )alkyl- 
carbonyloxy^-CgJalkylene group; a cyano(C 1 -C 6 )alkylene group; a halofC^-C^alkylene group; a (C 3 -C 6 )cy- 
cloalkyl (C^-Cgjalkylene group; a (C 3 -C 6 )cycloalkenyl (C 1 -C 6 )alkylene group; a (C^CgJalkylcarbonyKC^Ce) 
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alkylene group; a (C^CgJalkoxycarbonyKC^CeJ-alkylene group; an aminofC^-CgJalkylene group; a mono (C^-C 6 ) 
alkylamino(C 1 -C 6 )alkylene group; a di(C 1 -C 6 )alkylamino(C 1 -C 6 )alkylene group whose (C 1 -C 6 )alkyl groups may be 
the same or different; a (C^C^alkylcarbonylamino^-C^alkylene group; a (C 1 -C 6 )alkoxycarbonylamino(C 1 -C 6 ) 
alkylene group; a mercapto(C 1 -C 6 )alkylene group; a (C 1 -C 6 )alkylthio(C 1 -C 6 )alkylene group; an (C 1 -C 6 )alkylsulfinyl 
(C 1 -C 6 )alkylene group; a (C 1 -C 6 )alkylsulfonyl(C 1 -C 6 )alkylene group; a (C 3 -C 6 )-cycloalkylene group; a (C 2 -C 6 )alke- 
nylene group; a (C^CeJalkyKCg-C^alkenylene group; a halo(C r C 6 )alkyl(C 2 -C 6 )alkenylene group; a hydroxy 
(C 1 -C 6 )alkyl(C 2 -C 6 )alkenylene group; a (C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl(C 2 -C 6 )alkenylene group; a (C 2 -C 6 )alkenyl 
(C 2 -C 6 )alkenylene group; a halo(C 2 -C 6 )alkenyl(C 2 -C 6 )alkenylene group; a (C 2 -C 6 )alkynyl(C 2 -C 6 )alkenylene 
group; a halo(C 2 -C 6 )-alkynyl(C 2 -C 6 )alkenylene group; a hydroxy(C 2 -C 6 )alkenylene group; a (C 1 -C 6 )alkoxy(C 2 -C 6 ) 
alkenylene group; a halo(C 1 -C 6 )alkoxy(C 2 -C 6 )alkenylene group; a (C 1 -C 6 )alkylcarbonyloxy(C 2 -C 6 )alkenylene 
group; a cyano(C 2 -C 6 )alkenylene group; a halo(C 2 -C 6 )alkenylene group; a (C 3 -C 6 )cycloalkyl(C 2 -C 6 )alkenylene 
group; a (C 3 -C 6 )cycloalkenyl(C 2 -C 6 )alkenylene group; a (C^CgJalkylcarbonyKC^CgJalkenylene group; a (C^-Cg) 
alkoxylcarbonyl (C 2 -C 6 )alkenylene group; an amino(C 2 -C 6 )alkenylene group; a mono(C 1 -C 6 )alkylamino(C 2 -C 6 ) 
alkenylene group; a di (C^-CeJalkylamino (C 2 -C 6 )-alkenylene group whose (C^CgJalkyl groups may be the same 
or different; a (C^C^alkylcarbonylamino^-Cejalkenylene group; a (C 1 -C 6 )alkoxycarbonylamino(C 2 -C 6 )-alke- 
nylene group; a mercapto(C 2 -C 6 )alkenylene group; a (C^-C^alkylthio (C 2 -C 6 )alkenylene group; a (C^CgJalkyl- 
sulfinyl(C 2 -C 6 )alkenylene group; a (C^C^-alkylsulfonyKC^-CgJalkenylene group; a (C 2 -C 6 )alkynylene group; a 
(C^CgJalkyleneoxy group; a (C^CgJalkyKC^Cejalkyleneoxy group; a (C^CgJalkylenethio group; a (C^C^alkyl 
(C 1 -C 6 )alkylenethio group; a (C 1 -C 6 )alkyleneamino group; a (C 1 -C 6 )alkyl(C 1 -C 6 )alkyleneamino group; a carbonyl 
group; a carbonyl(C 1 -C 6 )alkylene group; a hydroxyimino group; a hydroxyimino(C 1 -C 6 )alkylene group; a (C 1 -C 6 ) 
alkoxyimino group; a (C 1 -C 6 )alkoxyimino(C 1 -C 6 )alkylene group; or a (C 1 -C 6 )alkylenedioxy(C 1 -C 6 )alkylene group; 

with the proviso that when R 5 represents the formula (b), then Y excludes a (C^C^alkyleneoxy group; and 
when R 5 represents the formula (a), R 1 represents a hydrogen atom or a (C^-C Q )a\Wy\ group, and R 3 represents 
a carbamoyl group and a nitrile group, then X represents -Q-Ar [wherein, Q and Ar are the same as described 
above, but Ar excludes a heterocyclic group (a heterocyclic group is the same as described above), or a substituted 
heterocyclic group (a heterocyclic group is the same as described above). 

The N-(4-pyrazolyl)amide derivative according to Claim 1 represented by the general formula (1-1): 




(i-D 



wherein R 1 represents a hydrogen atom; a (C^-Cgjalkyl group; a halofC^CgJalkyl group; a hydroxy(C 1 -C 6 )alkyl 
group; acyanofC^CgJalkyl group; aformyKC^CgJalkyl group; a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; 
a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; a (C^CgJalkoxy^-CgJalkyl group; a halofC^CgJalkoxy 
(C^CgJalkyl group; a (C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkyl- 
sulfinyKC^CgJalkyl group; a halo-^-C^alkylsulfinyl (C^-Cgjalkyl group; a (C^CgJalkylsulfonyHC^-CgJalkyl group; 
a halo(C 1 -C 6 )alkylsulfonyl-(C 1 -C 6 )alkyl group; a mono(C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group; a di(C 1 -C 6 )alkylamino 
(C^CgJalkyl group whose (C^CgJalkyl groups may be the same or different; a (C-i-CgJalkylsulfonyl group; a halo 
(C^CgJalkylsulfonyl group; a mono(C 1 -C 6 )alkylaminosulfonyl group; a difC^-CgJalkylaminosulfonyl group whose 
(C^-Cgjalkyl groups may be the same or different; a (C^-CgJalkyloxycarbonyl-fC^-CgJalkyl group; a mono (C^-Cg) 
alkylaminocarbonyl-(C 1 -Cg)alkyl group; a di(C 1 -CQ)alkylaminocarbonyl-(C 1 -Cg)alkyl group whose (C^CgJalkyl 
groups may be the same or different; a (C 1 -C 6 )alkyloxyimino(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylsulfonyloxy(C 1 -C 6 ) 
alkyl group; a halo (C 1 -C 6 )alkylsulfonyloxy(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylcarbonyloxy(C 1 -C 6 )alkyl group; aphe- 
nylsulfonyl group; a substituted phenylsulfonyl group having at least one substituent which may be the same or 
different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl 
group, an amino group, a mercapto group, a (C 1 -C 6 )alkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, 
a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C r C 6 )alkoxyl group, a halo 
(C^-Cgjalkoxyl group, a (C^-C^alkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C^-Cyalkylsulfinyl group, a halo 
(C^-C^alkylsulfinyl group, a (C^-C^alkylsulfonyl group, ahalofC^-CgJ-alkylsulfonyl group, a mono(C 1 -C 6 )alkylami- 
no group, a difC^-C^alkylamino group whose (C^CgJalkyl groups may be the same or different, a (C^-C^alky!- 



175 



EP 1 319 657 A1 



sulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino group; a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cy- 
cloalkyl group; a (C 3 -C 6 )cycloalkenyl group; a halo(C 3 -C 6 )cycloalkenyl group; a phenyl group; a substituted phenyl 
group having at least one substituent which may be the same or different and is selected from the group consisting 
of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^-Cg) 
alkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, 
a halo(C 2 -C 6 )alkynyl group, a (C^-Cgjalkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C^-Cgjalkylthio group, a halo 
(C 1 -C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl group, a halo^-C^alkylsulfinyl group, a (C 1 -C 6 )alkylsulfonyl group, 
a halo(C 1 -C 6 )alkylsulfonyl group, a mono(C 1 -C 6 )alkylamino group, a di(C 1 -C 6 )alkylamino group whose (C 1 -C 6 ) 
alkyl groups may be the same or different, a (C 1 -C 6 )alkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino 
group; or a -COZ m (R 6 ) group {wherein, R 6 represents a hydrogen atom; a (C^CgJalkyl group; a halo(C r C 6 )alkyl 
group; a (C 2 -C6)alkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; 
a (C^-Cgjalkoxy (C^-C^alky! group; a halo (C^-C^alkoxy (C^CgJalkyl group; a (C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; 
a halo (C r C 6 ) alkylthio (C^-Ce) alkyl group; a (C^CgJ-alkylsulfinyKCi-CgJalkyl group; a halo(C 1 -C 6 )alkylsulfinyl 
(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylsulfonyl(C-| -C 6 )alkyl group; a halo(C 1 -C 6 )alkylsulfonyl(C-| -C 6 )alkyl group; a mono 
(C 1 -C 6 )-alkylamino(C 1 -C 6 )alkyl group; a di (C^CeJalkylaminofC^CgJalkyl group whose (C 1 -C Q )a\Wy\ groups may 
be the same or different; a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C6)cycloalkyl group; a (C 3 -C 6 )cycloalkenyl group; 
a halo(C 3 -C 6 )cycloalkenyl group; a phenyl group; or a substituted phenyl group having at least one substituent 
which may be the same or different and is selected from the group consisting of a halogen atom, a cyano group, 
a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C 1 -C 6 )alkyl group, a halo(C 1 -C 6 )alkyl group, 
a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C 1 -C 6 ) 
alkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C^CeJalkylthio group, a halo(C r C 6 )alkylthio group, a (C^CgJalkyl- 
sulfinyl group, a halofC^-CgJalkylsulfinyl group, a (C^CgJalkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a 
mono(C 1 -C6)alkylamino group, a difC^-CgJalkylamino group whose (C^-C 6 )a\Wy\ groups may be the same or dif- 
ferent, a (C^-Cejalkylsulfonylamino group, and a halo(C 1 -C 6 )-alkylsulfonylamino group; Z represents an oxygen 
atom; a sulfur atom; or N(R 7 ) [wherein, R 7 represents a hydrogen atom; a (C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkyl 
group; a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; a 
(C^-Cgjalkoxy (C r C 6 )alkyl group; a halo(C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a (C^-Cgjalkylthio (C r C 6 )alkyl group; 
a halo (C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a (C^CgJalkylsulfinyKC^-CeJalkyl group; a halo^-C^alkylsulfinyl 
(C^CgJalkyl group; a (C^C^alkylsulfonyKC^-CeJalkyl group; a halo^-C^alkylsulfonyl (C : -C 6 )a\Wy\ group; a mo- 
no (C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group; adi (C-i-CgJalkylaminofC^C^alkyl group whose (C^-C^alkyl groups may 
be the same or different; a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cycloalkyl group; a (C 3 -C 6 )cycloalkenyl group; 
or a halo(C 3 -C 6 )cycloalkenyl group]; and m represents an integer of 0 to 1}; 

R 2 and R 3 may be the same or different, and represent a hydrogen atom, a halogen atom; a cyano group; 
a nitro group; a hydroxyl group; a mercapto group; an amino group; a (C^CgJalkyl group; a halo(C 1 -C 6 )alkyl group; 
a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; a (C^-Cg) 
alkoxyl group; a halo(C 1 -C6)alkoxyl group; a (C^-Cgjalkylthio group; a halo(C,-C 6 )alkylthio group; a (C^-C 6 )a\Wy\- 
sulfinyl group; a halo(C 1 -C 6 )alkylsulfinyl group; a (C 1 -C 6 )alkylsulfonyl group; a halo(C 1 -C 6 )alkylsulfonyl group; a 
mono(C 1 -C 6 )alkylamino group; a di(C 1 -C 6 )alkylamino group whose (C 1 -C 6 )alkyl groups may be the same or dif- 
ferent; a (C^-Cgjalkoxy (C^CgJalkyl group; a halo(C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a (C^-Cgjalkylthio (C 1 -C 6 )a\Wy\ 
group; a halo(C 1 -C 6 )alkylthio (C : -C 6 )a\Wy\ group; a (C^C^alkylsulfinyl (C : -C 6 )a\Wy\ group; a halo(C 1 -C 6 )alkylsulfi- 
nyl-(C 1 -C 6 )alkyl group; a (C^-Cg) alkylsulfonyl {C^-C 6 )a\ky\ group; a halo(C 1 -C 6 )alkylsulfonyl(C 1 -C 6 )alkyl group; a 
mono (C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group; adi (C-i-CgJalkylaminofC^CgJalkyl group whose (C^CgJalkyl groups 
may be the same or different; a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cycloalkyl group; a (C 3 -C 6 )cycloalkenyl 
group; a halo(C 3 -C 6 )cycloalkenyl group; a phenyl group; a substituted phenyl group having at least one substituent 
which may be the same or different and is selected from the group consisting of a halogen atom, a cyano group, 
a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C 1 -C 6 )alkyl group, a halo(C 1 -C 6 )alkyl group, 
a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^-Cg) 
alkoxyl group, a halo(C 1 -C6)alkoxyl group, a (C^-C^alkylthio group, a halo(C r C 6 )alkylthio group, a (C v C 6 )a\Wy\- 
sulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C 1 -C 6 )alkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a 
mono(C 1 -C 6 )alkylamino group, a di(C 1 -C 6 )alkylamino group whose (C 1 -C 6 )alkyl groups may be the same or dif- 
ferent, a (C 1 -C 6 )alkylsulfonylamino group, and a halo(C-,-C 6 )alkylsulfonylamino group; a phenoxy group; a sub- 
stituted phenoxy group having at least one substituent which may be the same or different and is selected from 
the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto 
group, a (C^CgJalkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a 
(C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C 1 -C 6 )alkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C 1 -C 6 ) 
alkylthio group, a halofC^CgJalkylthio group, a (C^CgJalkylsulfinyl group, a halo^-CgJalkylsulfinyl group, a 
(C^CgJalkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a mono(C 1 -C 6 )alkylamino group, a di(C 1 -C 6 ) 
alkylamino group whose (C^-C 6 )a\ky\ groups may be the same or different, a (C^CgJalkylsulfonylamino group, 
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and a halo(C 1 -C 6 )-alkylsulfonylamino group; a phenylthio group; a substituted phenylthio group having at least 
one substituent which may be the same or different and is selected from the group consisting of a halogen atom, 
a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^-C^alkyl group, a halo 
(C^CgJalkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 ) 
alkynyl group, a (C^-Cgjalkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C^CgJalkylthio group, a halo^-CgJalkylthio 
group, a (C^-C^alkylsulfinyl group, a halo^-Cyalkylsulfinyl group, a (C^CgJalkylsulfonyl group, a halofC^Cg) 
alkylsulfonyl group, a mono(C 1 -C 6 )alkylamino group, a di(C 1 -C 6 )alkylamino group whose (C^CgJalkyl groups may 
be the same or different, a (C 1 -C 6 )alkylsulfonyl amino group, and a halo(C 1 -C 6 )alkylsulfonyl amino group; a 
-ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above); or a -COZ m (R 6 ) group (wherein, 
R 6 , Z, and m are the same as described above); 

R 4 represents a hydrogen atom; a (C r C 6 )alkyl group; a halofC^CgJalkyl group; a cyanofC^CgJalkyl group; 
a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; a (C^-Cg) 
alkoxyfC^-C^alkyl group; a halo(C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkoxy(C 1 -C 6 )-alkoxy (C^CgJalkyl 
group; a (C^-C^alkylthio (C^C^alkyl group; a halo^-C^alkylthio^-CgJalkyl group; a (C^CgJalkylsulfinyl 
(C^CeJalkyl group; a halofC^CgJalkylsulfinyKC^CeJalkyl group; a (C 1 -C 6 )alkylsulfonyl(C 1 -C 6 )alkyl group; a halo 
(C^CeJ-alkylsulfonyKC^CeJalkyl group; a mono(C 1 -C 6 )alkylamino (C 1 -C 6 )alkyl group; a di (C^CgJalkylamino 
(C^CgJalkyl group whose (C^-C^alkyl groups may be the same or different; a (C 3 -C 6 )cycloalkyl group; a halo 
(C 3 -C 6 )cycloalkyl group; a (C 3 -C 6 )cycloalkenyl group; a halo(C 3 -C 6 )cycloalkenyl group; a -COZ m (R 6 ) group 
(wherein, R 6 , Z, and m are the same as described above), a -CSNH(R 6 ) group (wherein, R 6 , is the same as 
described above), a (C 1 -C 6 )alkylcarbonyl(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkoxycarbonyl(C 1 -C 6 )alkyl group; a phenyl 
(C 1 -C 6 )alkyl group; a substituted phenyl(C 1 -C 6 )alkyl group having on the ring at least one substituent which may 
be the same or different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, 
a hydroxyl group, an amino group, a mercapto group, a (C^-C 6 )a\Wy\ group, a halofC^CgJalkyl group, a (C 2 -C 6 ) 
alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^-Cgjalkoxyl 
group, a halo(C 1 -C 6 )alkoxyl group, a (C 1 -C 6 )alkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl 
group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C^-C^alkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a mono 
(C^CeJalkylamino group, a difC^-C^alkylamino group whose (C^-C^alky! groups may be the same or different, 
a (C^C^alkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino group; a heterocyclic^ -C 6 )alkyl group 
(a heterocyclic ring represents a pyridyl group; a pyridine-N-oxide group; a pyridazinyl group; a pyrimidinyl group; 
a pyrazyl group; a piperidyl group; a piperazino group; a morpholinyl group; a morpholino group; a furyl group; a 
tetrahydrofuryl group; a thienyl group; a tetrahydrothienyl group; a pyrrolyl group; a pyrrolidyl group; an imidazo- 
lidinyl group; an oxazolyl group; an isoxazolyl group; an oxadiazolyl group; a thiazolyl group; an isothiazolyl group; 
a thiadiazolyl group; an imidazolyl group; a triazolyl group; a pyrazolyl group; an indolyl group; a benzofuryl group; 
a benzothienyl group; an iridazolyl group; a quinolyl group; an isoquinolyl group; or a quinazolyl group); or a sub- 
stituted heterocyclic^ -C 6 )alkyl group (the heterocyclic group is the same as described above) having on the ring 
at least one substituent which may be the same or different and is selected from the group consisting of a halogen 
atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C 1 -C 6 )alkyl group, a 
halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 ) 
alkynyl group, a (C^CgJalkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C^-Cgjalkylthio group, a halo(C 1 -C 6 )alkylthio 
group, a (C^-Cgjalkylsulfinyl group, a halo^-C^alkylsulfinyl group, a (C^CgJalkylsulfonyl group, a halo(C 1 -C 6 ) 
alkylsulfonyl group, a monofC^CgJalkylamino group, adi(C 1 -C 6 )alkylamino group whose (C^-Cgjalkyl groups may 
be the same or different, a (C 1 -C 6 )alkylsulfonylamino group, and a halofC^C^alkylsulfonylamino group; 

X may be the same or different, and represents a halogen atom; a cyano group; a nitro group; a hydroxyl 
group; a mercapto group; an amino group; a (C^CgJalkyl group; a halo(C 1 -C 6 )alkyl group; a cyano(C 1 -C 6 )alkyl 
group; a (C 2 -C 6 )alkenyl group; a halo (C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; 
a (C^CgJalkoxyl group; a halo(C r C 6 )alkoxyl group; a (C^C^alkylthio group; a halo^-CgJalkylthio group; a 
(C^-Cgjalkylsulfinyl group; a halofC^CgJalkylsulfinyl group; a (C-j-CgJalkylsulfonyl group; a halofC^CgJalkylsulfo- 
nyl group; a monofC^-CgJalkylamino group; a di(C|-C 6 )alkylamino group whose (C^-Cgjalkyl groups may be the 
same or different; a (C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a (C^-C^alkylthio 
(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylsulfinyl(C 1 -C 6 )alkyl group; a halo 
(C 1 -C 6 )alkylsulfinyl-(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylsulfonyl (C^-C^alkyl group; a halo(C 1 -C 6 )alkylsulfonyl 
(C^CgJalkyl group; a mono(C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group; a difC^CgJalkylaminofC^C^alkyl group whose 
(C^CgJalkyl groups may be the same or different; a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cycloalkyl group; a 
(C^CeJalkylenedioxy group; a (C 1 -C 6 )alkyl(C 1 -C 6 )alkylenedioxy group; a phenyl(C 1 -C 6 )alkylenedioxy group; a 
substituted phenyl(C 1 -C 6 )alkylenedioxy group having on the ring at least one substituent which may be the same 
or different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl 
group, an amino group, a mercapto group, a (C^C^alkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, 
a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C 1 -C 6 )alkoxyl group, a halo 
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(C^-Cgjalkoxyl group, a (C^CgJalkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C^-Cgjalkylsulfinyl group, a halo 
(C 1 -C 6 )alkylsulfinyl group, a (C 1 -C 6 )alkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a mono(C 1 -C 6 )alkylami- 
no group, a di(C 1 -C 6 )alkylamino group whose (C r C 6 )alkyl groups may be the same or different, a (C r C 6 )alkyl- 
sulfonylamino group, and a halo^-CgJalkylsulfonylamino group; a phenyKC^CgJalkyKC^CgJalkylenedioxy 
group; a substituted phenyl (C^CgJalkyKC^CgJalkylenedioxy group having on the ring at least one substituent 
which may be the same or different and is selected from the group consisting of a halogen atom, a cyano group, 
a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C 1 -C 6 )alkyl group, a halo(C 1 -C 6 )alkyl group, 
a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C 1 -C 6 ) 
alkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C^-C^alkylthio group, a halofC^-C^alkylthio group, a (C^-CSJalkyl- 
sulfinyl group, a halofC^-CgJalkylsulfinyl group, a (C^CgJalkylsulfonyl group, a halofC^-CgJalkylsulfonyl group, a 
monofC^CgJalkylamino group, a di(C r C6)alkylamino group whose (C^CgJalkyl groups may be the same or dif- 
ferent, a (C^CgJalkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino group; a hydroxyimino(C 1 -C 6 )alkyl 
group; a (C^-C 6 )a\koxy\rr\\r\o(CyC 6 )a\Wy\ group; a (C 2 -C 6 )alkenyloxyimino(C 1 -C 6 )alkyl group; a phenyKC^-Cg) 
alkoxyimino(C 1 -C 6 )alkyl group; a substituted phenyl (C^C^alkoxyiminofC^C^alkyl group having on the ring at 
least one substituent which may be the same or different and is selected from the group consisting of a halogen 
atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^-C 6 )a\ky\ group, a 
halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 ) 
alkynyl group, a (C^-Cgjalkoxyl group, a halo^-C^alkoxyl group, a (C^-Cgjalkylthio group, a halo(C 1 -C 6 )alkylthio 
group, a (C^CgJalkylsulfinyl group, a halofC^-C^alkylsulfinyl group, a (C 1 -C 6 )alkylsulfonyl group, a halo(C 1 -C 6 ) 
alkylsulfonyl group, a mono(C 1 -C 6 )alkylamino group, a di(C 1 -C6)alkylamino group whose (C 1 -C 6 )alkyl groups may 
be the same or different, a (C 1 -C 6 )alkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino group; a hete- 
rocyclic (C 1 -C 6 )alkoxyimino(C 1 -C 6 )alkyl group (the heterocyclic ring is the same as described above); a substituted 
heterocyclic (C 1 -C 6 )alkoxyimino(C 1 -C 6 )alkyl group (the heterocyclic group is the same as described above) having 
on the ring at least one substituent which may be the same or different and is selected from the group consisting 
of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C 1 -C 6 ) 
alkyl group, a halofC^CgJalkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, 
a halo(C 2 -C 6 )alkynyl group, a (C 1 -C 6 )alkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C 1 -C 6 )alkylthio group, a halo 
(C^CgJalkylthio group, a (C^CgJalkylsulfinyl group, a halo(C r C 6 )alkylsulfinyl group, a (C^-Cgjalkylsulfonyl group, 
a halo^-CgJalkylsulfonyl group, a mono(C r C 6 )alkylamino group, a same or different difC^CgJalkylamino group, 
a^-CgJalkylsulfonylaminogroup, and a halo(C 1 -C 6 )alkylsulfonylamino group; afC^CgJalkylcarbonyKC^CgJalkyl 
group; a (C 1 -C 6 )alkoxycarbonyl (C^-C^alkyl group; the following group: 



(wherein, R 6 is same or different, and the same as described above, and 1 is an integer of 2 to 4); a -COZ m (R 6 ) 
group (wherein, R 6 , Z, and m are the same as described above); a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are 
the same as described above); a (C^CgJalkylsulfonylamino group; a halo(C 1 -C 6 )alkylsulfonylamino group; a phe- 
nyl group; a substituted phenyl group having at least one substituent which may be the same or different and is 
selected from the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino 
group, a mercapto group, a (C^-C^alky! group, a halofCi-CgJalkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 ) 
alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C 1 -C 6 )alkoxyl group, a halo(C 1 -C 6 )alkoxyl 
group, a (C 1 -C 6 )alkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl group, a halo^-C^alkylsulfi- 
nyl group, a (C^CgJalkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a mono(C 1 -C 6 )alkylamino group, a di 
(C^CgJalkylamino group whose (C^CgJalkyl groups may be the same or different, a -COZ m (R 6 ) group (wherein, 
R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as 
described above), a (C 1 -C 6 )alkylsulfonylamino group, a halo(C 1 -C 6 )-alkylsulfonylamino group, a hydroxyimino 
(C^CgJalkyl group, a (C 1 -C 6 )alkoxyimino(C 1 -C 6 )alkyl group, a heterocyclic group (a heterocyclic ring is the same 
as described above), and a substituted heterocyclic group (a heterocyclic ring is the same as described above) 
having on the ring at least one substituent which may be the same or different and is selected from the group 
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consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, 
a (C^-Cgjalkyl group, a halofC^-C^alkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 ) 
alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C-i-Cyalkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C 1 -C 6 )alkylthio 
group, a halofC^-CgJalkylthio group, a (C^-C^alkylsulfinyl group, a halo^-C^alkylsulfinyl group, a (C^-C^alky!- 
sulfonyl group, a halofC^-CgJalkylsulfonyl group, a monofC^CgJalkylamino group, a di(C 1 -C 6 )alkylamino group 
whose (C^-Cgjalkyl groups may be the same or different, a (C^CgJalkylsulfonylamino group, and a halofC^Cg) 
alkylsulfonylamino group; a heterocyclic group (a heterocyclic ring is the same as described above); a substituted 
heterocyclic group (a heterocyclic ring is the same as described above) having on the ring at least one substituent 
which may be the same or different and is selected from the group consisting of a halogen atom, a cyano group, 
a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^CgJalkyl group, a halofC^-CgJalkyl group, 
a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^-Cg) 
alkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C^CgJalkylthio group, a halo(C r C 6 )alkylthio group, a (C^-C^alkyl- 
sulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C^-Cgjalkylsulfonyl group, a halofC^-CgJalkylsulfonyl group, a 
mono(C 1 -C 6 )alkylamino group, a di(C 1 -C 6 )alkylamino group whose (C^C^alkyl groups may be the same or dif- 
ferent, a (C^CgJalkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino group; or -Q-Ar [wherein, Q rep- 
resents an oxygen atom; a sulfur atom; N(R 7 ) (wherein, R 7 is the same as described above); a (C 1 -C 6 )alkylene 
group; a (C 1 -C 6 )alkyl(C 1 -C 6 )alkylene group; a halo(C 1 -C 6 )alkyl(C 1 -C 6 )alkylene group; a hydroxy (C r C 6 )alkyl 
(C^-Cgjalkylene group; a (C^CgJalkoxy^^CgJalkyKC^CgJalkylene group; a (C^-CgJalkenyKC^-CgJalkylene 
group; a halo(C 2 -C 6 )alkenyl(C 1 -C 6 )alkylene group; a hydroxy(C 1 -C 6 )alkylene group; a (C 1 -C 6 )alkoxy(C 1 -C 6 ) 
alkylene group; a halo(C 1 -C 6 )alkoxy(C 1 -C 6 )alkylene group; a (C 1 -C 6 )alkylcarbonyloxy (C 1 -C 6 )alkylene group; a 
cyano(C 1 -C 6 )alkylene group; a halo(C 1 -C 6 )alkylene group; a (C 3 -C 6 )cycloalkyl(C 1 -C 6 )alkylene group; a (C 3 -C 6 ) 
cycloalkenyl(C 1 -C 6 )alkylene group; a (C 1 -C 6 )alkylcarbonyl(C 1 -C 6 )alkylene group; afC^CgJalkoxycarbonyltC^Cg) 
alkylene group; an amino(C 1 -C 6 )alkylene group; a mono(C 1 -C 6 )alkylamino (C^CgJalkylene group; a di(C 1 -C 6 ) 
alkylaminofC^CgJalkylene group whose (C^-Cgjalkyl groups may be the same or different; a (C^-Cgjalkylcarbo- 
nylaminofC-i-CgJalkylene group; a(C 1 -C 6 )alkoxycarbonylamino(C 1 -C 6 )alkylenegroup; a mercapto(C 1 -C 6 )alkylene 
group; a (C^C^alkylthio (C^-Cgjalkylene group; a (C^C^alkylsulfinyKC^-CeJalkylene group; a (C^CgJalkylsulfo- 
nylfC^CeJalkylene group; a (C 3 -C 6 )cycloalkylene group; a (C 2 -C 6 )alkenylene group; a (C^-Cgjalkyl (C 2 -C 6 )alke- 
nylene group; a halo(C 1 -C 6 )alkyl(C 2 -C 6 )alkenylene group; a hydroxyl^ -C 6 )alkyl-(C 2 -C 6 )alkenylene group; a 
(C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl(C 2 -C 6 )alkenylene group; a (C 2 -C 6 )alkenyl(C 2 -C 6 )alkenylene group; a halo(C 2 -C 6 )alke- 
nyl(C 2 -C 6 )alkenylene group; a (C 2 -C 6 )alkynyl(C 2 -C 6 )alkenylene group; a halo(C 2 -C 6 )alkynyl(C 2 -C 6 )alkenylene 
group; a hydroxy(C 2 -C 6 )alkenylene group; a (C^-Cgjalkoxy^-Cgjalkenylene group; a halo (C 1 -C 6 )alkoxy(C 2 -C 6 ) 
alkenylene group; a (C 1 -C 6 )alkylcarbonyloxy(C 2 -C 6 )alkenylene group; a cyano(C 2 -C 6 )alkenylene group; a halo 
(C 2 -C 6 )alkenylene group; a (C 3 -C 6 )cycloalkyl(C 2 -C 6 )alkenylene group; a (C 3 -C 6 )cycloalkenyl(C 2 -C 6 )alkenylene 
group; a (C 1 -C 6 )alkylcarbonyl(C 2 -C 6 )alkenylene group; a (C 1 -C 6 )alkoxylcarbonyl(C 2 -C 6 )alkenylene group; an ami- 
no(C 2 -C 6 )alkenylene group; a mono(C 1 -C 6 )alkylamino(C 2 -C 6 )-alkenylene group; a di(C 1 -C 6 )alkylamino(C 2 -C 6 ) 
alkenylene group whose (C^CgJalkyl groups may be the same or different; a (C 1 -C 6 )alkylcarbonylamino(C 2 -C 6 ) 
alkenylene group; a (C 1 -C 6 )alkoxycarbonylamino(C 2 -C 6 )alkenylene group; a mercapto(C 2 -C 6 )alkenylene group; 
a (C 1 -C 6 )alkylthio (C 2 -C 6 )alkenylene group; a (C 1 -C 6 )alkylsulfinyl(C 2 -C 6 )alkenylene group; a (C 1 -C 6 )alkylsulfonyl 
(C 2 -C 6 )alkenylene group; a (C 2 -C 6 )alkynylene group; a (C 1 -C 6 )alkylenoxy group; a (C 1 -C 6 )alkyl(C 1 -C 6 )alkylenoxy 
group; a (C^-Cgjalkylenethio group; a (C^CgJalkyKC^CgJalkylenethio group; a (C^-Cgjalkyleneamino group; a 
(C 1 -C 6 )alkyl(C 1 -C 6 )alkyleneamino group; a carbonyl group; a hydroxyimino group; a (C^-Cgjalkoxyimino group; a 
(C 1 -C 6 )alkylenedioxy(C 1 -C 6 )alkylene group; or a Z(R 6 ) m CO group (wherein, R 6 , Z, and m are the same as de- 
scribed above); 

Ar represents a phenyl group; a substituted phenyl group having at least one substituent which may be the 
same or different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a 
hydroxyl group, an amino group, a mercapto group, a (C^-Cgjalkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 ) 
alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^-Cgjalkoxyl 
group, a halofC^-CgJalkoxyl group, a (C^-Cgjalkylthio group, a halo^-CgJalkylthio group, a (C^-Cgjalkylsulfinyl 
group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C r C 6 )alkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a mono 
(C 1 -C 6 )alkylamino group, a di(C 1 -C 6 )alkylamino group whose (C 1 -C 6 )alkyl groups may be the same or different, 
a hydroxyimino^ -C 6 )alkyl group, a (C 1 -C 6 )alkoxyimino(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyloxyimino(C-|-C 6 )alkyl 
group, a -COZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group (wherein, 
R 6 , Z, and m are the same as described above), a (C^CeJalkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfo- 
nylamino group; a heterocyclic group (a heterocyclic ring is the same as described above); a substituted hetero- 
cyclic group (a heterocyclic ring is the same as described above) having at least one substituent which may be 
the same or different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, 
a hydroxyl group, an amino group, a mercapto group, a (C^-Cgjalkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 ) 
alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^-Cgjalkoxyl 
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group, a halo(C 1 -C 6 )alkoxyl group, a (C^-C^alkylthio group, a halofC^-CgJalkylthio group, a (C^CgJalkylsulfinyl 
group, a halo (C^-Cgjalkylsulfinyl group, a (C^-C^alkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a mono 
(C 1 -C 6 )alkylamino group, a di(C 1 -C 6 )alkylamino group whose (C r C 6 )alkyl groups may be the same or different, 
a -COZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group (wherein, R 6 , 
Z, and m are the same as described above), a (C^C^alkylsulfonylamino group, a halo^-CgJalkylsulfonylamino 
group, a hydroxyimino(C 1 -C 6 )alkyl group, a (C 1 -C 6 )alkoxyimino(C 1 -C 6 )alkyl group, and a (C 2 -C 6 )alkenyloxyimino 
(C r C 6 )alkyl group]; 

and n represents an integer of 1 to 5. 

The N-(4-pyrazolyl)amide derivative according to Claim 1 represented by the general formula (I-2): 




wherein R 1 represents a hydrogen atom; a (C^-C 6 )a\Wy\ group; a halo(C 1 -C 6 )alkyl group; a hydroxy(C 1 -C 6 )alkyl 
group; acyano(C 1 -C 6 )alkyl group; aformyKC^-CgJalkyl group; a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; 
a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; a (C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a halofC^CgJalkoxy 
(C r C 6 )alkyl group; a (C 1 -C 6 )alkylthio(C 1 -C 6 )-alkyl group; ahalo(C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a(C r C 6 )alkyl- 
sulfinyl(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )-alkylsulfinyl(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylsulfonyl-(C 1 -C 6 )alkyl group; 
a halo(C 1 -C 6 )alkylsulfonyl(C 1 -C 6 )alkyl group; a mono(C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group; a di (C 1 -C 6 )alkylamino 
(C^CgJalkyl group whose (C^CgJalkyl groups may be the same or different; a (C^-C^alkylsulfonyl group; a halo 
(C^CgJalkylsulfonyl group; a mono(C 1 -C 6 )alkylaminosulfonyl group; a di(C 1 -C 6 )alkylaminosulfonyl group whose 
(C^CgJalkyl groups may be the same or different; a (C^CgJalkyloxycarbonyKC^CgJalkyl group; a mono^-Cg) 
alkylaminocarbonyKC^-CgJalkyl group; a di(C 1 -C 6 )alkylaminocarbonyl(C 1 -C 6 )alkyl group whose (C 1 -C 6 )alkyl 
groups may be the same or different; a (C 1 -C 6 )alkyloxyimino(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylsulfonyloxy(C 1 -C 6 ) 
alkyl group; a halo(C 1 -C 6 )alkylsulfonyloxy(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylcarbonyloxy (C 1 -C 6 )alkyl group; a phe- 
nylsulfonyl group; a substituted phenylsulfonyl group having at least one substituent which may be the same or 
different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl 
group, an amino group, a mercapto group, a (C^CgJalkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, 
a halo(C 2 -C 6 )-alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )-alkynyl group, a (C^-C^alkoxyl group, a halo 
(C^CgJ-alkoxyl group, a (C 1 -C 6 )alkylthio group, a halo(C r C 6 )-alkylthio group, a (C 1 -C 6 )alkylsulfinyl group, a halo 
(C 1 -C 6 )alkylsulfinyl group, a (C 1 -C 6 )alkylsulfonyl group, a halo^-C^alkylsulfonyl group, a mono(C 1 -C 6 )alkylami- 
no group, a di(C 1 -C 6 )alkylamino group whose (C^CgJalkyl groups may be the same or different, a (C^CgJalkyl- 
sulfonylamino group, and a halofC^CgJalkylsulfonylamino group; a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cy- 
cloalkyl group; a (C 3 -C 6 )cycloalkenyl group; ahalo(C 3 -C 6 )cycloalkenyl group; a phenyl group; a substituted phenyl 
group having at least one substituent which may be the same or different and is selected from the group consisting 
of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^-Cq) 
alkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, 
a halo(C 2 -C 6 )alkynyl group, a (C^-Cgjalkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C^CgJalkylthio group, a halo 
(C^-Cgjalkylthio group, a (C^-Cgjalkylsulfinyl group, a halo^-CgJalkylsulfinyl group, a (C-|-C 6 )alkylsulfonyl group, 
a halofC^-CgJalkylsulfonyl group, a monofC^CgJalkylamino group, a difC^CgJalkylamino group whose (C^-Cg) 
alkyl groups may be the same or different, a (C 1 -C 6 )alkylsulfonyl amino group, and a halo(C 1 -C 6 )alkylsulfonylamino 
group; or a -COZ m (R 6 ) group {wherein, R 6 represents a hydrogen atom; a (C 1 -C 6 )alkyl group; a halo (C^CgJalkyl 
group; a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; a 
(C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a halo^-C^alkoxy^-CgJalkyl group; a (C^C^alkylthiofC^CgJalkyl group; a 
halo(C 1 -C 6 )alkylthio (C 1 -C 6 )alkyl group; a (C^-Cgjalkylsulfinyl (C^-Cgjalkyl group; a halo(C 1 -C 6 )alkylsulfi- 
nyl-fC^CgJalkyl group; a (C 1 -C 6 )alkylsulfonyl (C^-Cgjalkyl group; a halofC^CgJalkylsulfonyl (C^-Cgjalkyl group; a 
mono(C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group; a di(C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group whose (C 1 -C 6 )alkyl groups 
may be the same or different; a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cycloalkyl group; a (C 3 -C 6 )cycloalkenyl 
group; a halo(C 3 -C 6 )cycloalkenyl group; a phenyl group; or a substituted phenyl group having at least one sub- 
stituent which may be the same or different and is selected from the group consisting of a halogen atom, a cyano 
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group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^-Cgjalkyl group, a halo^-Cg) 
alkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl 
group, a (C-i-CgJalkoxyl group, a halo(C r C 6 )alkoxyl group, a (C 1 -C 6 )alkylthio group, a halo(C 1 -C 6 )alkylthio group, 
a (C^CgJalkylsulfinyl group, a halo^-CgJalkylsulfinyl group, a (C r C 6 )alkylsulfonyl group, a halo(C 1 -C 6 )alkylsul- 
fonyl group, a mono(C 1 -C 6 )alkylamino group, a difC^CgJalkylamino group whose (C^-Cgjalkyl groups may be the 
same or different, a (C^CgJalkylsulfonylamino group, and a halo^-CgJalkylsulfonylamino group; Z represents an 
oxygen atom; asulfur atom; or N(R 7 ) [wherein, R 7 represents a hydrogen atom; a (C 1 -C 6 )alkyl group; a halo(C 1 -C 6 ) 
alkyl group; a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl 
group; a (C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl 
group; a halofC^CeJalkylthiofC^CgJalkyl group; a (C^CgJalkylsulfinyl (C^CgJalkyl group; a halo(C 1 -C 6 )alkylsulfi- 
nyl (C^CgJalkyl group; a (C 1 -C 6 )alkylsulfonyl(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkylsulfonyl(C 1 -C 6 )alkyl group; a 
mono(C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group; a di (C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group whose (C^-C Q )a\Wy\ groups 
may be the same or different; a (C 3 -C 6 )cycloalkyl group; a halo (C 3 -C 6 )cycloalkyl group; a (C 3 -C 6 )cycloalkenyl 
group; or a halo(C 3 -C 6 )cycloalkenyl group]; and m represents an integer of 0 to 1}; 

R 2 and R 3 may be same or different, and represent a hydrogen atom, a halogen atom; a cyano group; a nitro 
group; a hydroxyl group; a mercapto group; an amino group; a (C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkyl group; a 
(C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; a (C^-Cg) 
alkoxyl group; a halo(C 1 -C 6 )alkoxyl group; a (C^CgJalkylthio group; a halo(C r C 6 )alkylthio group; a (C^CgJalkyl- 
sulfinyl group; a halo (C 1 -C 6 )alkylsulfinyl group; a (C-,-C 6 )alkylsulfonyl group; a halo(C-|-C 6 )alkylsulfonyl group; a 
mono(C 1 -C 6 )alkylamino group; a difC^CgJalkylamino group whose (C^-C^alkyl groups may be the same or dif- 
ferent; a (C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkoxy (C r C 6 )alkyl group; a (C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl 
group; a halofC^-CgJalkylthio (C^-Cgjalkyl group; a (C^CgJalkylsulfinyKC^CgJalkyl group; a halotC^-CgJalkylsulfi- 
nyl (C^CgJalkyl group; a (C^-C Q )a\Wy\su\for\y\(C^-C 6 )a\ky\ group; a halo (C^-CgJalkylsulfonyKC^-CgJalkyl group; a 
mono(C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group; a di (C^CgJalkylamino (C^CgJalkyl group whose (C^CgJalkyl groups 
may be the same or different; a (C 3 -C 6 )cycloalkyl group; a halo (C 3 -C 6 )cycloalkyl group; a (C 3 -C 6 )cycloalkenyl 
group; a halo(C 3 -C 6 )cycloalkenyl group; a phenyl group; a substituted phenyl group having at least one substituent 
which may be the same or different and is selected from the group consisting of a halogen atom, a cyano group, 
a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^C^alkyl group, a halo(C 1 -C 6 )alkyl group, 
a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )-alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C 1 -C 6 ) 
alkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C^-Cgjalkylthio group, a halo(C-,-C 6 )alkylthio group, a (C^-Cgjalkyl- 
sulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C 1 -C 6 )alkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a 
mono(C 1 -C 6 )alkylamino group, a di(C 1 -C 6 )alkylamino group whose (C 1 -C 6 )alkyl groups may be the same or dif- 
ferent, a (C r C 6 )alkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino group; a phenoxy group; a sub- 
stituted phenoxy group having at least one substituent which may be the same or different and is selected from 
the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto 
group, a (C^-Cgjalkyl group, a halo^-CgJalkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a 
(C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^-C^alkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C^-Cg) 
alkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a 
(C^-Cgjalkylsulfonyl group, a halofC^CgJalkylsulfonyl group, a mono(C 1 -C 6 )alkylamino group, a di(C 1 -C6) 
alkylamino group whose (C 1 -C 6 )alkyl groups may be the same or different, a (C^CgJalkylsulfonylamino group, 
and a halo(C 1 -C 6 )alkylsulfonylamino group; a phenylthio group; a substituted phenylthio group having at least one 
substituent which may be the same or different and is selected from the group consisting of a halogen atom, a 
cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^-C^alkyl group, a halo 
(C^CgJalkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo (C 2 -C 6 ) 
alkynyl group, a (C-i-CgJalkoxyl group, a halofC^CgJalkoxyl group, a (C^-Cyalkylthio group, a halo^-CgJalkylthio 
group, a (C^-Cgjalkylsulfinyl group, a halo^-CgJalkylsulfinyl group, a (C^-Cgjalkylsulfonyl group, a halo^-Cg) 
alkylsulfonyl group, a mono^-CgJalkylamino group, adifC^-CgJalkylamino group whose (C^-Cgjalkyl groups may 
be the same or different, a (C 1 -C 6 )alkylsulfonyl amino group, and a halo(C 1 -C 6 )alkylsulfonylamino group; a -ZCOZ m 
(R 6 ) group (wherein, R 6 , Z, and m are the same as described above); or a -COZ m (R 6 ) group (wherein, R 6 , Z, and 
m are the same as described above) ; 

R 4 represents a hydrogen atom; a (C r C 6 )alkyl group; a halo(C 1 -C 6 )alkyl group; a cyano(C 1 -C 6 )alkyl group; 
a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; a (C^-Cg) 
alkoxyl -C 6 )alkyl group; a halo(C 1 -C 6 )alkoxy (C^-Cgjalkyl group; a (C 1 -C 6 )alkoxy(C 1 -C 6 )-alkoxy(C 1 -C 6 )alkyl 
group; a (C^-Cgjalkylthio (C^-Cgjalkyl group; a halo(C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a (C^-Cgjalkylsulfinyl 
(C^CgJalkyl group; a halo(C 1 -C 6 )-alkylsulfinyl(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylsulfonyl-(C 1 -C 6 )alkyl group; a halo 
(C^CgJalkylsulfonylfC^CeJalkyl group; a mono(C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group; a di (C^-CeJalkylamino 
(C^CgJalkyl group whose (C^-Cgjalkyl groups may be the same or different; a (C 3 -C 6 )cycloalkyl group; a halo 
(C 3 -C 6 )cycloalkyl group; a (C 3 -C 6 )cycloalkenyl group; a halo(C 3 -C 6 )cycloalkenyl group; a -COZ m (R 6 ) group 
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(wherein, R 6 , Z, and m are the same as described above), a -CSNH(R 6 ) group (wherein, R 6 , is the same as 
described above), a (C 1 -C 6 )alkylcarbonyl(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkoxycarbonyl(C 1 -C 6 )alkyl group; a phenyl 
(C 1 -C 6 )alkyl group; a substituted phenyl(C 1 -C 6 )alkyl group having on the ring at least one substituent which may 
be the same or different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, 
a hydroxyl group, an amino group, a mercapto group, a (C^-Cgjalkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 ) 
alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^CgJalkoxyl 
group, a halo(C 1 -C 6 )alkoxyl group, a (C 1 -C 6 )alkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl 
group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C 1 -C 6 )alkylsulfonyl group, a halo^-Cyalkylsulfonyl group, a mono 
(C 1 -C 6 )alkylamino group, a di^-CgJalkylamino group whose (C 1 -C 6 )alkyl groups may be the same or different, 
a (C^-CQjalkylsulfonylamino group, and a halo^-CgJalkylsulfonylamino group; a heterocyclic^ -C 6 )alkyl group 
(a heterocyclic ring represents a pyridyl group; a pyridine-N-oxide group; a pyridazinyl group; a pyrimidinyl group; 
a pyrazyl group; a piperidyl group; a piperazino group; a morpholinyl group; a morpholino group; a furyl group; a 
tetrahydrofuryl group; a thienyl group; a tetrahydrothienyl group; a pyrrolyl group; a pyrrolidyl group; an imidazo- 
lidinyl group; an oxazolyl group; an isoxazolyl group; an oxadiazolyl group; a thiazolyl group; an isothiazolyl group; 
a thiadiazolyl group; an imidazolyl group; a triazolyl group; a pyrazolyl group; an indolyl group; a benzofuryl group; 
a benzothienyl group; an indazolyl group; a quinolyl group; an isoquinolyl group; or a quinazolyl group); or a sub- 
stituted heterocyclic^ -C 6 )alkyl group (the heterocyclic group is the same as the above-described) having on the 
ring at least one substituent which may be the same or different and is selected from the group consisting of a 
halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C-,-C 6 )alkyl 
group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a 
halo(C 2 -C 6 )alkynyl group, a (C 1 -C 6 )alkoxyl group, a halo(C r C6)alkoxyl group, a (C 1 -C 6 )alkylthio group, a halo 
(C^CgJalkylthio group, a (C^-Cgjalkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C 1 -C 6 )alkylsulfonyl group, 
a halofC^-CgJalkylsulfonyl group, a mono^-CgJalkylamino group, a difC^-CgJalkylamino group whose (C^-Cg) 
alkyl groups may be the same or different, a (C 1 -C 6 )alkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino 
group; 

R 8 represents a halogen atom; a cyano group; a nitro group; a hydroxyl group; an amino group; a mercapto 
group; a (C^-Cgjalkyl group; a halofC^CgJalkyl group; a cyanofC^-CgJalkyl group; a (C 3 -C 6 )cycloalkyl group; a 
halo(C 3 -C 6 )cycloalkyl group; a cyano(C 3 -C 6 )cycloalkyl group; a (C 1 -C 6 )alkyl(C 3 -Cg)cycloalkyl group; a (C^-Cg) 
alkylhalo(C 3 -C 6 )cycloalkyl group; a (Cg-CgJcycloalkyKC^-CgJalkyl group; a (C 2 -C 6 )alkenyl group; a (C 3 -C 6 )cy- 
cloalkenyl group; a halo(C 2 -C 6 )alkenyl group; a (Cg-CgJcycloalkenyKC^CgJalkyl group; a (C 2 -C 6 )alkynyl group; a 
halo(C 2 -C 6 )alkynyl group; a (C^-Cgjalkoxyl group; a halofC-i-CgJalkoxyl group; a (C 1 -C 6 )alkylthio group; a halo 
(C^CgJalkylthio group; a (C 1 -C 6 )alkylsulfinyl group; a halo(C 1 -C 6 )alkylsulfinyl group; a (C^CgJalkylsulfonyl group; 
a halo(C 1 -C 6 )alkylsulfonyl group; a mono(C 1 -C 6 )alkylamino group; a di(C 1 -C6)alkylamino group whose (C 1 -C 6 ) 
alkyl groups may be the same or different; a (C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl 
group; a (C^CgJalkylthio-^-CgJalkyl group; a halofC^CgJalkylthio (C^CgJalkyl group; a (C^-Cgjalkylsulfinyl 
(C^CgJalkyl group; a halo(C 1 -C 6 )alkylsulfinyl(C 1 -C 6 )alkyl group; a (C^CgJalkylsulfonyKC^CgJalkyl group; a halo 
(C^CgJ-alkylsulfonyKC^CgJalkyl group; a mono(C 1 -C 6 )alkylamino (C 1 -C 6 )alkyl group; a di (C^-C^alkylamino 
(C 1 -C 6 )alkyl group whose (C 1 -C 6 )alkyl groups may be the same or different; a carboxy(C 1 -C 6 )alkyl group; a (C 1 -C 6 ) 
alkylcarbonyl^-CgJalkyl group; a(C 1 -C 6 )alkoxycarbonyl(C 1 -C 6 )alkyl group; an aminocarbonyKC^CeJalkyl group; 
a mono(C 1 -C 6 )alkylaminocarbonyl(C 1 -C 6 )alkyl group; a di^^CgJalkylaminocarbonyKC^CgJalkyl group whose 
(C^CgJalkyl groups may be the same or different; a -COZ m (R 6 ) group (in the formula, R 6 , Z, and m are the same 
as described above); a -ZCOZ m (R 6 ) group (in the formula, R 6 , Z, and m are the same as described above); a 
(C^CgJalkylsulfonylamino group; a halo(C 1 -C 6 )alkylsulfonylamino group; a hydroxyimino(C 1 -C 6 )alkyl group; a 
(C 1 -C 6 )alkoxyimino(C 1 -C 6 )alkyl group; a (C 2 -C 6 )alkenyloxyimino(C 1 -C 6 )alkyl group; a phenyl group; a substituted 
phenyl group having at least one substituent which may be the same or different and is selected from the group 
consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, 
a (C^-Cgjalkyl group, a halo^-C^alky! group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 ) 
alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C r C 6 )alkoxyl group, a halofC^CgJalkoxyl group, a (C^CgJalkylthio 
group, a halo(C 1 -C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C 1 -C 6 )alkyl- 
sulfonyl group, a halo(C r C 6 )alkylsulfonyl group, a mono(C 1 -C 6 )alkylamino group, a di(C 1 -C 6 )alkylamino group 
whose (C^-C^alkyl groups may be the same or different, a methylenedioxy group, a -COZ m (R 6 ) group (in the 
formula, R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group (in the formula, R 6 , Z, and m are 
the same as described above), a (C^C^alkylsulfonylamino group, and a halofC^CgJ-alkylsulfonylamino group; 
a phenyl(C 1 -C 6 )alkyl group; a substituted phenyl^ -C 6 )alkyl group having on the ring at least one substituent 
which may be the same or different and is selected from the group consisting of a halogen atom, a cyano group, 
a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^CgJalkyl group, a halo^-C^alky! group, 
a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^-Cg) 
alkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C^CgJalkylthio group, a halo(C r C 6 )alkylthio group, a (C^CgJalkyl- 
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sulfinyl group, a halo^-CgJalkylsulfinyl group, a (C^-C^alkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a 
mono(C 1 -C 6 )alkylamino group, a di(C 1 -C 6 )alkylamino group whose (C^-C^alkyl groups may be the same or dif- 
ferent, a -COZ m (R 6 ) group (in the formula, R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group 
(in the formula, R 6 , Z, and m are the same as described above), a (C^CgJalkylsulfonylamino group, and a halo 
(C^-CQjalkylsulfonylamino group; a heterocyclic group (a heterocyclic. ring is the same as described above); a 
substituted heterocyclic group (a heterocyclic ring is the same as described above) having at least one substituent 
which may be the same or different and is selected from the group consisting of a halogen atom, a cyano group, 
a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C 1 -C 6 )alkyl group, a halo(C 1 -C 6 )alkyl group, 
a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C 1 -C 6 ) 
alkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C^-Cgjalkylthio group, a halo(C r C 6 )alkylthio group, a (C^-Cgjalkyl- 
sulfinyl group, a halo^-CgJalkylsulfinyl group, a (C 1 -C 6 )alkylsulfonyl group, a halo^-C^alkylsulfonyl group, a 
mono^-CgJalkylamino group, a di^^CgJalkylamino group whose (C 1 -C 6 )alkyl groups may be the same or dif- 
ferent, a -COZ m (R 6 ) group (in the formula, R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group 
(in the formula, R 6 , Z, and m are the same as described above), a (C^-C^alkylsulfonylamino group, and a halo 
(C^-Cgjalkylsulfonylamino group; a heterocyclic^ -C 6 )alkyl group; a substituted heterocyclic^ -C 6 )alkyl group 
(a heterocyclic ring is the same as described above) having at least one substituent which may be the same or 
different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl 
group, an amino group, a mercapto group, a (C^C^alkyl group, a halo (C^CgJalkyl group, a (C 2 -C 6 )alkenyl group, 
a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C-|-C 6 )alkoxyl group, a halo 
(C 1 -C 6 )alkoxyl group, a (C^-C^-alkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C 1 -C 6 )-alkylsulfinyl group, a halo 
(C^-Cgjalkylsulfinyl group, a (C 1 -C 6 )alkylsulfonyl group, a halofC^-C^alkylsulfonyl group, a mono(C 1 -C 6 )alkylami- 
no group, a di(C 1 -C 6 )alkylamino group whose (C|-C 6 )alkyl groups may be the same or different, a (C^-Cgjalkyl- 
sulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino group; or -Q-Ar, wherein Q represents an oxygen atom; 
a sulfur atom; N(R 7 ) (in the formula, R 7 is the same as described above); a (C^-Cgjalkylene group; a (C^CgJalkyl 
(C 1 -C 6 )alkylene group; a halo(C 1 -C 6 )alkyl(C 1 -C 6 )alkylene group; a hydroxy(C 1 -C 6 )alkyl(C 1 -C 6 )alkylene group; a 
(C^CeJalkoxy^-CgJalkyKC^CgJalkylene group; a (C^-CeJalkenyl^-CgJalkylene group; a halo(C 2 -C 6 )alkenyl 
(C^-Cgjalkylene group; a hydroxy^ -C 6 )alkylene group; a (C 1 -C 6 )a\Woxy(C^-C 6 )a\Wy\er\e group; a halo^-Cg) 
alkoxyfC^CgJalkylene group; a (C 1 -C 6 )alkylcarbonyloxy(C 1 -C 6 )alkylene group; a cyano^-CgJalkylene group; a 
halo (C^-Cgjalkylene group; a (Cg-CeJcycloalkyKC^CgJalkylene group; a (Cg-CgJcycloalkenyKC^-CeJalkylene 
group; a (C^CgJalkylcarbonyKC^CgJalkylene group; a (C^CgJalkoxycarbonyKC^CgJalkylene group; an amino 
(C 1 -C 6 )alkylene group; a mono(C 1 -C 6 )alkylamino(C 1 -C 6 )alkylene group; a di(C 1 -C 6 )alkylamino(C 1 -C 6 )alkylene 
group whose (C 1 -C 6 )alkyl groups may be the same or different; a (C 1 -C 6 )alkylcarbonylamino(C 1 -C 6 )alkylene 
group; a (C 1 -C 6 )alkoxycarbonylamino(C 1 -C 6 )alkylene group; a mercapto(C 1 -C 6 )alkylene group; a (C 1 -C 6 )alkylthio 
(C^CgJalkylene group; an alkylsulfinyKC^-CgJalkylene group; a (C^CeJalkylsulfonyKC^-CgJalkylene group; a 
(C 3 -C 6 )cycloalkylene group; a (C 2 -C 6 )alkenylene group; a (C^CgJalkylfC^CgJalkenylene group; a halo(C 1 -C 6 ) 
alkyl(C 2 -C 6 )alkenylene group; a hydroxy(C 1 -C 6 )alkyl(C 2 -C 6 )alkenylene group; a (C^CgJalkoxyfC^CgJalkyl 
(C 2 -C 6 )alkenylene group; a (C 2 -C 6 )alkenyl(C 2 -C 6 )alkenylene group; a halo(C 2 -C 6 )alkenyl(C 2 -C 6 )alkenylene 
group; a (C 2 -C 6 )alkynyl(C 2 -C 6 )alkenylene group; a halo(C 2 -C 6 )alkynyl(C 2 -C 6 )alkenylene group; a hydroxy(C 2 -C 6 ) 
alkenylene group; a (C^-Cgjalkoxy (C 2 -C 6 )alkenylene group; a halo(C 1 -C 6 )alkoxy(C 2 -C 6 )alkenylene group; a 
(C 1 -C 6 )alkylcarbonyloxy(C 2 -C 6 )alkenylene group; a cyano(C 2 -C 6 )alkenylene group; a halo(C 2 -C 6 )alkenylene 
group; a (C 3 -C 6 )cycloalkyl(C 2 -C 6 )alkenylene group; a (C 3 -C 6 )cycloalkenyl(C 2 -C 6 )alkenylene group; a (C^Cq) 
alkylcarbonyl(C 2 -C 6 )alkenylene group; a (C^CeJalkoxylcarbonyK^-CgJalkenylene group, an amino(C 2 -C 6 )alke- 
nylene group; a mono(C 1 -C 6 )alkylamino(C 2 -C 6 )alkenylene group; a di(C 1 -C 6 )alkylamino(C 2 -C 6 )alkenylene group 
whose (C^-Cgjalkyl groups may be the same or different; a (C^CeJalkylcarbonylamino (C 2 -C 6 )alkenylene group; 
a (C^CgJalkoxycarbonylamino (C 2 -C 6 )alkenylene group; a mercapto(C 2 -C 6 )alkenylene group; a (C^-Cgjalkylthio 
(C 2 -C 6 )alkenylene group; a (C^-CgJalkylsulfinyKC^-CgJalkenylene group; a (C^CgJalkylsulfonyl^-CgJalkenylene 
group; a (C 2 -C 6 )alkynylene group; a (C^CgJalkylenoxy group; a (C^CgJalkyKC^CgJalkylenoxy group; a (C^Cg) 
alkylenethio group; a (C 1 -C 6 )alkyl(C 1 -C 6 )alkylenethio group; a (C^CgJalkyleneamino group; a (C^-Cgjalkyl^-Cg) 
alkyleneamino group; a carbonyl group; a hydroxyimino group; a (C 1 -C 6 )alkoxyimino group; a (C^-Cgjalkylenedioxy 
(C 1 -C 6 )alkylene group; or a Z(R 6 ) m CO group (in the formula, R 6 , Z, and m are the same as described above); 

Ar represents a phenyl group; a substituted phenyl group having at least one substituent which may be the 
same or different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a 
hydroxyl group, an amino group, a mercapto group, a (C^-Cgjalkyl group, a halo(C 1 -C 6 )alkyl group, a (C 2 -C 6 ) 
alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^CgJalkoxyl 
group, a halo(C 1 -C 6 )alkoxyl group, a (C 1 -C 6 )alkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl 
group, a halofC^-CgJalkylsulfinyl group, a (C^-Cgjalkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a mono 
(C^-Cgjalkylamino group, a di(C-|-Cg)alkylamino group whose (C^-Cgjalkyl groups may be the same or difficult, a 
hydroxyimino^ -C 6 )alkyl group, a (C 1 -C 6 )alkoxyimino (C 1 -C 6 )alkyl group, a (C^CgJalkenyloxyiminofC^CgJalkyl 
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group, a -COZ m (R 6 ) group (in the formula, R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group 
(in the formula, R 6 , Z, and m are the same as described above), a (C^C^alkylsulfonylamino group, and a halo 
(C 1 -C 6 )alkylsulfonylamino group; a heterocyclic group (a heterocyclic ring is the same as described above); or a 
substituted heterocyclic group (a heterocyclic ring is the same as described above) having at least one substituent 
which may be the same or different and is selected from the group consisting of a halogen atom, a cyano group, 
a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^-C^alkyl group, a halo(C 1 -C 6 )alkyl group, 
a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C 1 -C 6 ) 
alkoxyl group, a halo^-Cyalkoxyl group, a (C 1 -C 6 )alkylthio group, a halo(C r C 6 )alkylthio group, a (C 1 -C 6 )alkyl- 
sulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C 1 -C 6 )alkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a 
monofC^-CeJalkylamino group, a difC^-CgJalkylamino group whose (C^-C 6 )a\ky\ groups may be the same or dif- 
ferent, a -COZ m (R 6 ) group (in the formula, R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group 
(in the formula, R 6 , Z, and m are the same as described above), a (C^-Cgjalkylsulfonylamino group, a halo(C 1 -C 6 ) 
alkylsulfonylamino group, a hydroxyimino(C 1 -C 6 )alkyl group, a (C 1 -C 6 )alkoxyimino(C 1 -C 6 )alkyl group, and a 
(C 2 -C 6 )alkenyloxyimino(C 1 -C 6 )alkyl group; 

A represents an oxygen atom; a sulfur atom; N=; N(R 7 ) (in the formula, R 7 is the same as described above); 
or C(R 9 ) (in the formula, R 9 represents a hydrogen atom; a halogen atom; a (C^C^alkyl group; a halo(C 1 -C 6 )alkyl 
group; a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo (C 2 -C 6 )alkynyl group; 
a (C^-CgJalkoxyfC^-C^alkyl group; a halo^-CeJalkoxy^-C^alkyl group; a (C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; 
a halo(C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylsulfinyl(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkylsulfinyl 
(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylsulfonyl(C 1 -C 6 )alkyl group; a halo(C 1 -C^alkylsulfonyKC-i -C 6 )alkyl group; a mono 
(C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group; a di(C 1 -C 6 )alkylamino (C 1 -C 6 )alkyl group whose (C^-C^alkyl groups may 
be the same or different; a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cycloalkyl group; a (C 3 -C 6 )cycloalkenyl group; 
or a halo(C 3 -C 6 )cycloalkenyl group), and 

B represents N= or N(R 8 ) (wherein, R 8 is the same as described above). 

The N-(4-pyrazolyl)amide derivative according to Claim 1 represented by the general formula (I-3): 




wherein R 1 represents a hydrogen atom; a (C^-CeJalkyl group; a halo(C 1 -C 6 )alkyl group; a hydroxy(C 1 -C 6 )alkyl 
group; acyano(C r C 6 )alkyl group; aformyKC^-Cyalkyl group; a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; 
a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; a (C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a halo(C|-C 6 )alkoxy 
(C 1 -C 6 )alkylgroup;a(C 1 -C 6 )alkylthio(C 1 -C 6 )-alkylgroup;ahalo(C 1 -C 6 )alkylthio(C 1 -C 6 )alkylgroup;a^ 
sulfinyl(C r C 6 )alkyl group; a halo(C 1 -C 6 )alkylsulfinyl(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylsulfonyl(C 1 -C 6 )alkyl group; 
a halofC^CgJalkylsulfony^C^CeJalkyl group; a monofC^CgJalkylamino-^-CgJalkyl group; adi(C 1 -C 6 )alkylamino 
(C^-Cgjalkyl group whose (C^CgJalkyl groups may be the same or different; a (C^CgJalkylsulfonyl group; a halo 
(C^CgJalkylsulfonyl group; a mono(C 1 -C 6 )alkylaminosulfonyl group; a di(C 1 -C 6 )alkylaminosulfonyl group whose 
(C^CgJalkyl groups may be the same or different; a (C^C^alkyloxycarbonyKC^-CgJalkyl group; a mono(C 1 -C 6 ) 
alkylaminocarbonyKC^CgJalkyl group; a di(C 1 -C 6 )-alkylaminocarbonyl(C 1 -C 6 )alkyl group whose (C^CgJalkyl 
groups may be the same or different; a (C^CgJalkyloxyiminofC^-CgJalkyl group; a (C^-CgJalkylsulfonyloxyfC^-Cg) 
alkyl group; a halo(C 1 -C 6 )alkylsulfonyloxy(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylcarbonyloxy(C 1 -C 6 )alkyl group; a phe- 
nylsulfonyl group; a substituted phenylsulfonyl group having at least one substituent which may be the same or 
different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl 
group, an amino group, a mercapto group, a (C^-C^alkyl group, a halofC^CgJalkyl group, a (C 2 -C 6 )alkenyl group, 
a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C r C 6 )alkoxyl group, a halo 
(C^CeJalkoxyl group, a (C 1 -C 6 )alkylthio group, a halo(C r C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl group, a halo 
(C^-Cgjalkylsulfinyl group, a (C^-Cgjalkylsulfonyl group, a halo^-CgJalkylsulfonyl group, a monofC^-CgJalkylami- 
no group, a difC^CgJalkylamino group whose (C^CeJalkyl groups may be the same or different, a (C^-C^alkyl- 
sulfonylamino group, and a halo^-CgJalkylsulfonylamino group; a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cy- 
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cloalkyl group; a (C 3 -C 6 )cycloalkenyl group; a halo(C 3 -C 6 )cycloalkenyl group; a phenyl group; a substituted phenyl 
group having at least one substituent which may be the same or different and is selected from the group consisting 
of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C 1 -C 6 ) 
alkyl group, a halofC^CgJalkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, 
a halo(C 2 -C 6 )alkynyl group, a (C^-Cgjalkoxyl group, a halofC^-CgJalkoxyl group, a (C^-Cgjalkylthio group, a halo 
(C^CgJalkylthio group, a (C^CgJalkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C^-Cgjalkylsulfonyl group, 
a halo(C 1 -C 6 )alkylsulfonyl group, a mono(C 1 -C 6 )alkylamino group, a di(C 1 -C 6 )alkylamino group whose (C 1 -C 6 ) 
alkyl groups may be the same or different, a (C 1 -C 6 )alkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino 
group; or a -COZ m (R 6 ) group (wherein, R 6 represents a hydrogen atom; a (C r C 6 )alkyl group; a halofC^-C^alkyl 
group; a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; a 
(C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a 
halo(C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a (C^C^alkylsulfinyKC^-C^alkyl group; a halo(C 1 -C 6 )alkylsulfinyl(C 1 -C 6 ) 
alkyl group; a (C^C^alkylsulfonyl^-C^alkyl group; a halo^-C^alkylsulfonyKC^-C^alkyl group; a mono(C 1 -C 6 ) 
alkylamino(C-|-C 6 )alkyl group; a di (Ci-Cgjalkylamino^-C^alkyl group whose (C^-C^alkyl groups may be the 
same or different; a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cycloalkyl group; a (C 3 -C 6 )cycloalkenyl group; a halo 
(C 3 -C 6 )cycloalkenyl group; a phenyl group; or a substituted phenyl group having at least one substituent which 
may be the same or different and is selected from the group consisting of a halogen atom, a cyano group, a nitro 
group, a hydroxyl group, an amino group, a mercapto group, a (C^-Cgjalkyl group, a halofC^-C^alkyl group, a 
(C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C 1 -C 6 ) 
alkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C 1 -C 6 )alkylthio group, a halofC^CgJalkylthio group, a (C 1 -C 6 )alkyl- 
sulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C 1 -C 6 )alkylsulfonyl group, a halo(C r C 6 )alkylsulfonyl group, a 
monofC^-CQjalkylamino group, a difC^CgJalkylamino group whose (C^-Cgjalkyl groups may be the same or dif- 
ferent, a (C^CgJalkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino group; Z represents an oxygen 
atom; a sulfur atom; or N(R 7 ) [wherein, R 7 represents a hydrogen atom; a (C 1 -C 6 )alkyl group; a halo(C|-C 6 )alkyl 
group; a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; a 
(C^-C^alkoxyfC^-Cyalkyl group; a halofC^CgJalkoxyfC^C^alkyl group; a (C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a 
halo(C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylsulfinyl(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkylsulfinyl-(C 1 -C 6 ) 
alkyl group; a (C 1 -C 6 )alkylsulfonyl(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkylsulfonyl(C 1 -C 6 )alkyl group; a mono(C 1 -C 6 ) 
alkylamino(C 1 -C 6 )alkyl group; a difC^CgJalkylamino^^CgJalkyl group whose (C 1 -C 6 )alkyl groups may be the 
same or different; a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cycloalkyl group; a (C 3 -C 6 )cycloalkenyl group; or a halo 
(C 3 -C 6 )cycloalkenyl group]; and m represents an integer of 0 to 1}; 

R 2 and R 3 may be the same or different, and represent a hydrogen atom; a halogen atom; a cyano group; 
a nitro group; a hydroxyl group; a mercapto group; an amino group; a (C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkyl group; 
a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a halo(C 2 -C 6 )alkynyl group; a (C^-Cg) 
alkoxyl group; a halo(C 1 -C 6 )alkoxyl group; a (C^-Cgjalkylthio group; a halo(C 1 -C 6 )alkylthio group; a (C^-Cgjalkyl- 
sulfinyl group; a halo(C 1 -C 6 )alkylsulfinyl group; a (C^C^alkylsulfonyl group; a halo(C-|-C 6 )alkylsulfonyl group; a 
monofC^CeJalkylamino group; a difC^CgJalkylamino group whose (C^-C^alkyl groups may be the same or dif- 
ferent; a (C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl 
group; a halo(C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylsulfinyl(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkylsulfi- 
ny\(C : -C 6 )a\Wy\ group; a (C^-Cg) alkylsulfonyKC^-CgJalkyl group; a halo(C 1 -C 6 )alkylsulfonyl(C 1 -C 6 )alkyl group; a 
mono(C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group; a di(C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group whose (C^-Cgjalkyl groups 
may be the same or different; a (C 3 -C 6 )cycloalkyl group; a halo(C 3 -C 6 )cycloalkyl group; a (C 3 -C 6 )cycloalkenyl 
group; a halo(C 3 -C 6 )cycloalkenyl group; a phenyl group; a substituted phenyl group having at least one substituent 
which may be the same or different and is selected from the group consisting of a halogen atom, a cyano group, 
a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^-Cgjalkyl group, a halofC^CgJalkyl group, 
a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )-alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C 1 -C 6 ) 
alkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C^-Cgjalkylthio group, a halo(C|-C 6 )alkylthio group, a (C^-Cgjalkyl- 
sulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C 1 -C 6 )alkylsulfonyl group, a halo^-CgJalkylsulfonyl group, a 
mono(C 1 -C 6 )alkylamino group, a di(C 1 -C 6 )alkylamino group whose (C 1 -C 6 )alkyl groups may be the same or dif- 
ferent, a (C 1 -C 6 )alkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino group; a phenoxy group; a sub- 
stituted phenoxy group having at least one substituent which may be the same or different and is selected from 
the group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto 
group, a (C^-Cgjalkyl group, a halo^-CgJalkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a 
(C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^-C^alkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C^-Cg) 
alkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a 
(C^-Cgjalkylsulfonyl group, a halo^-CgJalkylsulfonyl group, a mono (C^CgJalkylamino group, a di^-Cg) 
alkylamino group whose (C^CgJalkyl groups may be the same or different, a (C^Cyalkylsulfonylamino group, 
and a halo(C 1 -C 6 )alkylsulfonylamino group; a phenylthio group; a substituted phenylthio group having at least one 
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substituent which may be the same or different and is selected from the group consisting of a halogen atom, a 
cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (CyC 6 )a\ky\ group, a halo 
(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 ) 
alkynyl group, a (C^C^alkoxyl group, a halofC^-CgJalkoxyl group, a (C^-C^alkylthio group, a halo(C 1 -C 6 )alkylthio 
group, a (C^-C^alkylsulfinyl group, a halo^-CgJalkylsulfinyl group, a (C^-C^alkylsulfonyl group, a halofC^Cg) 
alkylsulfonyl group, a mono(C 1 -C 6 )alkylamino group, adi(C 1 -C 6 )alkylamino group whose (C^CgJalkyl groups may 
be the same or different, a (C 1 -C 6 )alkylsulfonylamino group, and a halo(C 1 -C 6 )alkylsulfonylamino group; a -ZCOZ m 
(R 6 ) group (wherein, R 6 , Z, and m are the same as described above); or a -COZ m (R 6 ) group (wherein, R 6 , Z, and 
m are the same as described above); R 4 represents a hydrogen atom; a (C^-C^alky! group; a halo(C 1 -C 6 )alkyl 
group; a cyano^-C^alky! group; a (C 2 -C 6 )alkenyl group; a halo(C 2 -C 6 )alkenyl group; a (C 2 -C 6 )alkynyl group; a 
halo(C 2 -C 6 )alkynyl group; a (C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl group; a (C^Cq) 
alkoxy(C 1 -C 6 )-alkoxy(C 1 -C 6 )alkyl group; a (C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl 
group; a (C 1 -C 6 )alkylsulfinyl(C 1 -C 6 )alkyl group; a halo(C 1 -C 6 )alkylsulfinyl(C 1 -C 6 )alkyl group; a (C^-C^alkylsulfonyl 
(C^CgJalkyl group; a halo(C 1 -C 6 )alkylsulfonyl-(C 1 -C 6 )alkyl group; a mono (C^CgJalkylamino (C^C^alkyl group; 
a difC^CeJalkylamino (C^-C^alky! group whose (C^CgJalkyl groups may be the same or different; a (C 3 -C 6 )cy- 
cloalkyl group; a halo(C 3 -C 6 )cycloalkyl group; a (C 3 -C 6 )cycloalkenyl group; a halo(C 3 -C 6 )cycloalkenyl group; a 
-COZ m (R 6 ) group (wherein, R 6 , Z, and m are the same as described above), a -CSNH(R 6 ) group (wherein, R 6 , is 
the same as described above), a (C^-Cgjalkylcarbonyl (C r C 6 )alkyl group; a (C^CgJalkoxycarbonyKC^CgJalkyl 
group; a phenyl(C 1 -C 6 )alkyl group; a substituted phenyl^ -C 6 )alkyl group having on the ring at least one substit- 
uent which may be the same or different and is selected from the group consisting of a halogen atom, a cyano 
group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C 1 -C 6 )alkyl group, a halo(C 1 -C 6 ) 
alkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl 
group, a (C^CeJalkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C^-Cgjalkylthio group, a halofC^-CgJalkylthio group, 
a (C^-Cgjalkylsulfinyl group, a halo (C^CgJalkylsulfinyl group, a (C^CgJalkylsulfonyl group, a halo(C,-C 6 )alkylsul- 
fonyl group, a mono(C 1 -C 6 )alkylamino group, adi(C 1 -C 6 )alkylamino group whose (C 1 -C 6 )alkyl groups may be the 
same or different, a (C^-Cgjalkylsulfonylamino group, and a halofC^CgJalkylsulfonylamino group; a heterocyclic 
(C^-C^alkyl group (a heterocyclic ring represents a pyridyl group; a pyridine-N-oxide group; a pyridazinyl group; 
a pyrimidinyl group; a pyrazyl group; a piperidyl group; a piperazino group; a morpholinyl group; a morpholino 
group; a furyl group; a tetrahydrofuryl group; a thienyl group; a tetrahydrothienyl group; a pyrrolyl group; a pyrrolidyl 
group; an imidazolidinyl group; an oxazolyl group; an isoxazolyl group; an oxadiazolyl group; a thiazolyl group; an 
isothiazolyl group; a thiadiazolyl group; an imidazolyl group; a triazolyl group; a pyrazolyl group; an indolyl group; 
abenzofuryl group; a benzothienyl group; an indazolyl group; aquinolyl group; an isoquinolyl group; or aquinazolyl 
group); or a substituted heterocyclic^ -C 6 )alkyl group (the heterocyclic group is the same as the above-described) 
having on the ring at least one substituent which may be the same or different and is selected from the group 
consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, 
a (C^-Cgjalkyl group, a halo^-C^alky! group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 ) 
alkynyl group, a halo (C 2 -C 6 )alkynyl group, a (C^-C^alkoxyl group, a halo^-C^alkoxyl group, a (C^-Cgjalkylthio 
group, a halo(C 1 -C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C 1 -C 6 )alkyl- 
sulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a mono(C 1 -C 6 )alkylamino group, a di^-CgJalkylamino group 
whose (C,-C 6 )alkyl groups may be the same or different, a (C^CgJalkylsulfonylamino group, and a halo(C 1 -C 6 ) 
alkylsulfonylamino group; 

"Hetero" represents a heterocyclic group (a heterocyclic ring is the same as described above); or a substituted 
heterocyclic group having at least one substituent which may be the same or different and is selected from the 
group consisting of a halogen atom, a cyano group, a nitro group, a hydroxyl group, a mercapto group, an amino 
group, a halo^-C^alky! group (with the proviso of excluding a trifluoromethyl group), a (C 2 -C 6 )alkenyl group, a 
halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a halo^-CgJalkoxyl group, a halo 
(C^CgJalkylthio group, a (C^-CeJalkylsulfinyl group, a halo^-CgJalkylsulfinyl group, a (C-i-C^alkylsulfonyl group, 
a halofC^-CgJalkylsulfonyl group, a monofC^-CgJalkylamino group, a difC^-CgJalkylamino group whose (C^-Cg) 
alkyl groups may be the same or different, a (C^-CgJalkoxyfC^-CgJalkyl group, a halo(C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl 
group, a (C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group, a halo(C 1 -C 6 )alkylthio(C 1 -C 6 )alkyl group, a (C 1 -C 6 )alkylsulfinyl 
(C 1 -C 6 )alkyl group, a halo(C 1 -C 6 )alkylsulfinyl(C 1 -C 6 )alkyl group, a (C 1 -C 6 )alkylsulfonyl(C 1 -C 6 )alkyl group, a halo 
(C^CgJalkylsulfonylfC^-CgJalkyl group, a mono(C 1 -C 6 )alkylamino(C 1 -C 6 )alkyl group, a di(C 1 -C 6 )alkylami- 
no-(C r C 6 )alkyl group whose (C 1 -C 6 )alkyl groups may be the same or different, a (C 3 -C 6 )cycloalkyl group, a halo 
(C 3 -C 6 )cycloalkyl group, a hydroxyimino(C r C 6 )alkyl group, a (C 1 -C 6 )alkoxyimino(C 1 -C 6 )alkyl group, a (C 2 -C 6 ) 
alkenyloxyimino(C 1 -C 6 )alkyl group, a -COZ m (R 6 ) group (in the formula, R 6 , Z, and m are the same as described 
above), a -ZCOZ m (R 6 ) group (in the formula, R 6 , Z, and m are the same as described above), a (C 1 -C 6 )alkylsul- 
fonylamino group, a halo^-C^alkylsulfonylamino group, a phenyl group, a substituted phenyl group having on 
the ring at least one substituent selected from the group consisting of same or different an amino group, a mercapto 
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group, a (C^-Cgjalkyl group, a halo^-CeJalkyl group (with the proviso of excluding a trifluoromethyl group), a 
(C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^-Cg) 
alkoxyl group, a halo(C 1 -C 6 )alkoxyl group, a (C 1 -C 6 )alkylthio group, a halo(C-|-C 6 )alkylthio group, a (C 1 -C 6 )alkyl- 
sulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C^C^alkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a 
monofC^CQjalkylamino group, a di^-CgJalkylamino group whose (C^CgJalkyl groups may be the same or dif- 
ferent, a -COZ m (R 6 ) group (in the formula, R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group 
(in the formula, R 6 , Z, and m are the same as described above), a (C 1 -C 6 )alkylsulfonylamino group, and a halo 
(C 1 -C 6 )alkylsulfonylamino group, a heterocyclic group (a heterocyclic ring is the same as described above), a 
substituted heterocyclic group (a heterocyclic ring is the same as described above) having on the ring at least one 
substituent which may be the same or different and is selected from the group consisting of same or different a 
halogen atom, a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C 1 -C 6 )alkyl 
group, a halo^-CgJalkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a 
halo(C 2 -C 6 )alkynyl group, a (C^-C^alkoxyl group, a halo^-C^alkoxyl group, a (C^-C^alkylthio group, a halo 
(C^CgJalkylthio group, a (C^-C^alkylsulfinyl group, a halo^-CgJalkylsulfinyl group, a (C r C 6 )alkylsulfonyl group, 
a halofC^CgJalkylsulfonyl group, a mono^-C^alkylamino group, a di^-CgJalkylamino group whose (C^-Cg) 
alkyl groups may be the same or different, a -COZ m (R 6 ) group (in the formula, R 6 , Z, and m are the same as 
described above), a -ZCOZ m (R 6 ) group (in the formula, R 6 , Z, and m are the same as described above), a (C^Cg) 
alkylsulfonylamino group, and a halofC^CgJ-alkylsulfonylamino group, and -Q-Ar [wherein, Q represents an oxy- 
gen atom; a sulfur atom; N(R 7 ) (wherein, R 7 is the same as described above); a (C 1 -C 6 )alkylene group; a (C 1 -C 6 ) 
alkylfC^-Cyalkylene group; a halo(C 1 -C 6 )alkyl(C 1 -C 6 )alkylene group; a hydroxy(C 1 -C 6 )alkyl(C 1 -C 6 )alkylene 
group; a (C 1 -C 6 )alkoxy(C 1 -C 6 )alkyl(C 1 -C 6 )alkylene group; a (C 2 -C 6 )alkenyl(C 1 -C 6 )alkylene group; a halo(C 2 -C 6 ) 
alkenyl(C 1 -C 6 )alkylene group; a hydroxy^ -C 6 )alkylene group; a (C 1 -C 6 )alkoxy(C 1 -C 6 )alkylene group; a halo 
(C^-Cgjalkoxy (C^-Cgjalkylene group; a (C 1 -C 6 )alkylcarbonyloxy(C 1 -C 6 )alkylene group; a cyano(C 1 -C 6 )alkylene 
group; a halo^-CgJalkylene group; a (Cg-CgJcycloalkyKC^-CgJalkylene group; a (C 3 -C Q )cyc\oa\Wer\y\(C^-C 6 ) 
alkylene group; a (C 1 -C 6 )alkylcarbonyl(C 1 -C 6 )alkylene group; a (C^-C^alkoxycarbonyl (C 1 -C 6 )alkylene group; an 
aminofC^CgJalkylene group; a mono(C 1 -C 6 )alkylamino(C 1 -C 6 )alkylene group; a di(C 1 -C 6 )alkylamino(C 1 -C 6 ) 
alkylene group whose (C^-Cgjalkyl groups may be the same or different; a (C 1 -C 6 )alkylcarbonylamino(C 1 -C 6 ) 
alkylene group; a (C^CgJalkoxy carbonylaminofC^CgJalkylene group; a mercapto (C^-Cgjalkylene group; a 
(C^CgJalkylthiofC^CgJalkylene group; an alkylsulfinyKC^CgJalkylene group; a (C^CgJalkylsulfonyKC^Cg) 
alkylene group; a (C 3 -C 6 )-cycloalkylene group; a (C 2 -C 6 )alkenylene group; a (C 1 -C 6 )alkyl(C 2 -C 6 )alkenylene group; 
a halo(C 1 -C 6 )alkyl(C 2 -C 6 )alkenylene group; a hydroxy(C 1 -C 6 )alkyl(C 2 -C 6 )alkenylene group; a (C 1 -C 6 )alkoxy 
(C^CgJalkyKC^CgJalkenylene group; a (C 2 -C 6 )alkenyl(C 2 -C 6 )alkenylene group; a halo-(C 2 -C 6 )alkenyl(C 2 -C 6 ) 
alkenylene group; a (C 2 -C 6 )alkynyl-(C 2 -C 6 )alkenylene group; a halo(C 2 -C 6 )alkynyl(C 2 -C 6 )alkenylene group; a hy- 
droxy(C 2 -C 6 )alkenylene group; a (C^-CeJalkoxyfC^-CgJalkenylene group; a halo (C^CgJalkoxy-^-CgJalkenylene 
group; a (C 1 -C 6 )alkylcarbonyloxy(C 2 -C 6 )alkenylene group; a cyano(C 2 -C 6 )alkenylene group; a halo (C 2 -C 6 ) alke- 
nylene group; a (C 3 -C 6 ) cycloalkyl (C 2 -C 6 )alkenylene group; a (C 3 -C 6 )cycloalkenyl (C 2 -C 6 )alkenylene group; a 
(C 1 -C 6 )alkylcarbonyl(C 2 -C 6 )alkenylene group; a (C 1 -C 6 )alkoxylcarbonyl(C 2 -C 6 )alkenylene group; an amino 
(C 2 -C 6 )alkenylene group; a mono (C 1 -C 6 )alkylamino(C 2 -C 6 )alkenylene group; a di(C 1 -C 6 )alkylamino(C 2 -C 6 )alke- 
nylene group whose (C^CgJalkyl groups may be the same or different; a (C 1 -C 6 )alkylcarbonylamino(C 2 -C 6 )alke- 
nylene group; a (C^C^-alkoxycarbonylamino^-CgJalkenylene group; a mercapto(C 2 -C 6 )alkenylene group; a 
(C^-Cgjalkylthio (C 2 -C 6 )alkenylene group; a (C^CgJalkylsulfinyKC^CeJalkenylene group; a (C^-C^alkylsulfonyl 
(C 2 -C 6 )alkenylene group; a (C 2 -C 6 )alkynylene group; a (C^-Cgjalkylenoxy group; a (C^CgJalkyKC^CgJalkylenoxy 
group; a (C 1 -C 6 )alkylenethio group; a (C^CgJalkyKC^CgJalkylenethio group; a (C^-C^alkyleneamino group; a 
(C^CgJalkyKC^CgJalkylene amino group; a carbonyl group; a hydroxyimino group; a (C^-Cgjalkoxyimino group; 
an alkylenedioxyalkylene group; or a Z(R 6 ) m CO group (in the formula, R 6 , Z, and m are the same as described 
above); 

Ar represents a phenyl group; a substituted phenyl group having at least one substituent which may be the 
same or different and is selected from the group consisting of a halogen atom, a cyano group, a nitro group, a 
hydroxyl group, an amino group, a mercapto group, a (C^-Cgjalkyl group, a halo^-C^alky! group, a (C 2 -C 6 ) 
alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C 1 -C 6 )alkoxyl 
group, a halo(C 1 -C 6 )alkoxyl group, a (C 1 -C 6 )alkylthio group, a halo(C 1 -C 6 )alkylthio group, a (C 1 -C 6 )alkylsulfinyl 
group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C^-Cgjalkylsulfonyl group, a halo^-CgJalkylsulfonyl group, a mono 
(C^CgJalkylamino group, a di^-CgJalkylamino group whose (C^-C^alky! groups may be the same or different, 
a hydroxyiminotC^-CgJalkyl group, a (C 1 -C 6 )alkoxyimino(C 1 -C 6 )alkyl group, a (C 2 -C 6 )alkenyloxyimino(C 1 -C 6 )alkyl 
group, a -COZ m (R 6 ) group (in the formula, R 6 , Z, and m are the same as described above), a -ZCOZ m (R 6 ) group 
(in the formula, R 6 , Z, and m are the same as described above), a (C 1 -C 6 )alkylsulfonylamino group, and a halo 
(C^-C^alkylsulfonylamino group; a naphthyl group; a substituted naphthyl group having at least one substituent 
which may be the same or different and is selected from the group consisting of a halogen atom, a cyano group, 
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a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^-Cgjalkyl group, a halo(C 1 -C 6 )alkyl group, 
a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 )alkynyl group, a (C^-Cg) 
alkoxyl group, a halo^-C^alkoxyl group, a (C 1 -C 6 )alkylthio group, a halo(C r C 6 )alkylthio group, a (C 1 -C 6 )alkyl- 
sulfinyl group, a halo(C 1 -C 6 )alkylsulfinyl group, a (C^C^alkylsulfonyl group, a halo(C 1 -C 6 )alkylsulfonyl group, a 
monofC^CgJalkylamino group, a difC^CgJalkylamino group whose (C^-C^alky! groups may be the same or dif- 
ferent, a hydroxyimino(C 1 -C 6 )alkyl group, a (C 1 -C 6 )-alkoxyimino(C 1 -C 6 )alkyl group, and a (C 2 -C 6 )alkenyloxyimino 
(C 1 -C 6 )alkyl group, a -COZ m (R 6 ) group (in the formula, R 6 , Z, and m are the same as described above), a -ZCOZ m 
(R 6 ) group (in the formula, R 6 , Z, and m are the same as described above), a (C 1 -C 6 )alkylsulfonylamino group, 
and a halofC^C^alkylsulfonylamino group; a heterocyclic group (a heterocyclic ring is the same as described 
above); or a substituted heterocyclic group (a heterocyclic ring is the same as described above) having at least 
one substituent which may be the same or different and is selected from the group consisting of a halogen atom, 
a cyano group, a nitro group, a hydroxyl group, an amino group, a mercapto group, a (C^-C 6 )a\ky\ group, a halo 
(C^CgJalkyl group, a (C 2 -C 6 )alkenyl group, a halo(C 2 -C 6 )alkenyl group, a (C 2 -C 6 )alkynyl group, a halo(C 2 -C 6 ) 
alkynyl group, a (C^CgJalkoxyl group, a halo^-C^alkoxyl group, a (C^-C^alkylthio group, a halo(C-|-C 6 )alkylthio 
group, a (C^-C^alkylsulfinyl group, a halo^-C^alkylsulfinyl group, a (C^-C^alkylsulfonyl group, a halo^-Ce) 
alkylsulfonyl group, a mono(C 1 -C 6 )alkylamino group, adi(C 1 -C 6 )alkylamino group whose (C^-Cgjalkyl groups may 
be the same or different , a -COZ m (R 6 ) group (in the formula, R 6 , Z, and m are the same as described above), a 
-ZCOZ m (R 6 ) group (in the formula, R 6 , Z, and m are the same as described above), a (C^CgJalkylsulfonylamino 
group, a halo(C 1 -C 6 )alkylsulfonylamino group, a hydro xy(C 1 -C 6 )alkyl group, a (C 1 -C 6 )alkoxyimino(C 1 -C 6 )alkyl 
group, and a (C^C^-alkenyloxyimino^-C^alkyl group]. 

. An agricultural and horticultural chemical according to any one of Claims 1 to 4, wherein an N-(4-pyrazolyl)amide 
derivative is contained as an active ingredient. 

. The agricultural and horticultural chemical according to Claim 5, wherein the agricultural or horticultural chemical 
is a germicide or a fungicide. 

. The agricultural and horticultural chemical according to Claim 5, wherein the agricultural or horticultural chemical 
is an insecticide or a nematocide. 

. A method for using an agricultural and horticultural chemical in order to control a botanical germ, a fungus, a 
noxious insect, a nematode or the like, which is harmful, from a useful crop, wherein an objective crop or soil is 
treated with an effective amount of the agricultural and horticultural chemical according to any one of Claims 5 to 7. 

. The method for using an agricultural and horticultural chemical according to Claim 8, wherein the agricultural or 
horticultural chemical is a germicide or a fungicide. 

0. The method for using an agricultural and horticultural chemical according to Claim 8, wherein the agricultural or 
horticultural chemical is an insecticide or a nematocide. 
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